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Tfitl©^ 

CHYMASE-INHIBITOR CONTAINING CEPHEM-BASED COMPOUND 



Afostfc&ct. 

PROBLEM TO BE SOLVED: To obtain the subject medicine useful for preventing and 
curing cardiac infraction, cardiac failure, rheumatism, etc., by allowing to contain a 
specific new cephem-based compound. SOLUTION: This chymase-inhibitor contains an 
oxycephem derivative expressed by formula I [X is O, S02 ; R1 is H, a (substituted) lower 
alkyl, etc.; R2 is H, a lower alkoxy, etc.; R3 is H a lower alkyl, etc.; R4 is a lower alkyl, a 
lower alkoxy, etc.; R5 is COR7 (R7 is H, etc.)] or a cefemsulfone derivative, its 
pharmaceutical^ allowable salt or its hydrate. As the compound of formula I, e.g. a 
compound expressed by formula II (Ra is a (substituted) phenyl, etc.; Rb is H, etc.; Rc is 
a (substituted) tetrazole, etc.) is cited. The compound of formula 1 is obtained by reacting 
a compound of formula Hi with added biphenyl diazomethane, treating the reaction 
product with formic acid and reacting with added m-chloroperbenzoic acid and 

dimethylsulfide. 
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(^h^y^l^y, Xh^yll^yi) . ft»7U- 

^/ky^ Y/k. ^;kA^e^;kffiMr/k^r;K*;k^' 

U 1 - 3 B^R-Xtt»Sr ^> X(c i o T SJS S ixT t 
t«tl^ BttTSyfc LTJi. 7>;kTSy (T-t:^;k 
75/^) . x;L-7j;x/k?*5y (^^>x;k^x;kT5 
yap) fc ^;k/^<;kT^y (^^;k*;k/<^-f /IT 5 

[ 0 0 2 0] ( 5 ) R5<7)^:fc^t : C OOR7^ 
R 7 k LTii. x^r/WaSS^ff * L < . te^T;k^;k 

(y^f/k, x^;k. t-7>/k^) , 7i^/k 7 7/1- 
^r/k (^yv'Vk. 7xX;l-Xf/k y7x^'kXf.ik 
t7Wf/Wf) . 7xy^ytt7/K/M7xy 
*>x^;M£) . ^oSft»T^*/U (t''Jy/Mf 

«rffl{BtcH-X(l*5r 6 1- 4 ffi<7)S$3S& * L T v 

/k ffilftTyk^^Sy. Anyy, /\nyyjt<ffi»7^* 
;k. ^/k^'^v/k. y77, xho, fi«7/^^y^ 
/k;Kx/k, ®^T;ky-x;k^-^>^;k;Kx;k, ^y^/k 
^■^y^yk^xyk, B»SiiT^'rtJ:^7iX^ (K 
BBBIkLTtl. T'J;k^^;kt:x;k, *;k^^- 
/k. WRT/l-a*^*) mm^Zixl* *F*L^R7 

S^/k (g$a : X^/k. h^r>\ AD^, )\ufy 
ft^^/k. /;yk^>/k^) . p-/;;l;K^>;k^>'> : 
/k ,y7x X.;k^ ^;k^TJ) 6 . 
[002 1 ] t))V>\*iA ;Wcfctt*a*St L"CU. 
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WlT}\s*)1 (.X^/k x^k t--f+H<m) . T?)l 

So ifc* 2«coa«Si:Lro. satfNrt>$>8ffiS 
its H-XtiH^ i^f-pjR^tfrtt LT t J; 
4-C6 7>l/* k VXttr^*-- k > o T t> i 

PUFF LT k>T J: v ^*^X&^#8^ 

uWFf- £ 1 -4 fl##-f ?> 5 -7 R8I^)*T* 0 . ?f# 
»9Rfc LTUtWitf , fh^/'J/k tn»J/k 

•j/k 4 s*v»j/k y/k -t-rv'j/k *r 
i/'T/'J;k try^-zk h yr^-Jk^**, #;£#fi£ 

*-tyys;-;k ^^/'Jy^k f-r % /»j-;k * 

* -if y ij ~/k 4 a ?V »J -7k, t C/, < 'J ^~/k t 0/ ^^ 
>'-/k ^./k*'J A/H^RJixl), dfxS^E&S 
(4 . 5Et . ±i£R 7 L/c J: 3 SrgJftSfc 
cfcoTSHiSft.'C^Ttiv^ 7>/kfcLTt4. f&&7 
;k#yM;k (7-fc*/k x^/k#/k#~/k t-7>/k 
#/k#-;k») . \mXT)VyjA)V C<y-r/M/k 

, 7x-/U*/^iK-/HP^MSSii. -ix^ii. ± 
t£R 7 ^it+T'W^ Lfc i 3 3:SJftS(e <k otli? 

[00 22] ik-&m ( I ) t*4ii6*r«4*3f9-b7 
iJU|*»*kLTIff4L<J±. UlTtftffc&tt (ID t L 
< (i-t ^ISILbffS 3 *x S ^ i fc(4*/x h 

[fL5] 



Ra 



v 



H ° Me 




SRc 



GO 



COORb 

[00 23] (S4«. Ra(4W*StiTlvCkJ;i,v7x 
-JkXiiStfcSixT^T*, ivv^y^/k ; Rbtt*SX 
J4SJ8 $ *xT ir vc t J: t > 7 x -;k . S8i $ fit t >T i J: 
irvo-s^k M3*iTivctJ:^7x-/Ux*/k rl 
JH S ix T t «t ^ ^ 7 x - ; kX f - /k . Slft$ixT v^T 
U^7i/^yxf/k XUWiSixTV^Tt A^t: 
'J >?;M ; R c llBttSflT ivfk iWrh? V- 
/k ■J«5ixr^Tt>J:^h , Jr/-/k, BUStfC^ 
T t «k ^ y 7 y - >k . Stft $ ixT i vC t J: ^ f 'J is >\ 
X{ia»SixT^TtJ:t^r>?rv # -/k: (IU Rb 
#> : 7 i^MWiOfrORa* 5 ? x-Jk .X^./k 
7 x -/k ?oo7i-/k Ov/k XUtFD^y 

[0024] Jgt . ±E(t#ft (ID tf>ff£ L v^ffik 



IT14, 

a. Ra^7x--./kX{i^y^/k{CfottSS«*\ t 

Anyy^«T^*/k, *;k^*>7k. i?TJ+ -h 
(5ttT;k*/k^, ftar/k3*yT/k3^i/, & 

^iKar;k3*>'*;k^;kA^c>ji«§na . ft^* 

(II) ; 

b. Rb^fflftSixT^Tti^O'^T* 1 ), ISS 

ay>\ ^uyyMWLT)V*)\s^ *;k*^rv7k, /7 
y^hp, ffiar;k3*^^;k7j<--;k. ifi«r/k^- 
/k^-* >/;;im^k. a^y^k^^rS/'^/kt^k* 1 

[00 2 5] c. Ra//hFD^y^>'y/k Rb*«7 

x-;k. HSlSixTv^-cfc J;v^y>Vk (ISSftSttt 
y\nyyf[:ffiar;k*/k. ^/k;K*>/U, >'7/, 

*X6) . 7x-;kx^;k, 7x7^yXf/k XliKU 
y;Mf/k ; Rc^2-^f-/k-rh5y-/k, 2-7° 
nh"/l'f h 7y*-'k. 2 '7ti*>H>J< f-zk-r k7V" 
-/k. 2-^/l/;K*^ykx^;kf-h7y'-^\ 2-^/k 
A'^^/Mf^f H7/-/k h'JTV'Wk, 2-^f- 
/kx77-;k f7y7V-/k 2 -^^k^T ^TV 

-;k, xti 2 -x k* >^;k;K^;k^r >-r ywi/Cfc 
ift^ft (ID ; 

d. Ra**iE8l$<xT^tJ:^7x-;k (itiSfiffiii. 
tKp^y, ffi^r;k*;k. ffimr;io*>' s ad** 
y, y\ayyft(B6ar/k*;k. //yk^>/k, y7./, 
-kn. ft»T/Wf/k-M\ Mr./io^^r/k:.?* 
a^lS^T;ka*>'^;k;K^;k*^iMJR$ixS) . 
R b A>'^7 x -;k.x ^;l-X«iSf«$ixT t^T t> «fc t 

a*is^ >\uyv. Ant'y«a7;^/k *;k;K* 
>7k, y7A -ha, jg^7;krJ*>'^;k7K-;k, ffi 
^7;kv--;k^*y'^;k^-/k. &^y^/ki-*y^ 

-;k, 2 -#/k#*^k>*/kr h 7V-;kX»i*^>T 
;^-;kX7.r;K*T^I>. Ib^ft (ID #*Wn£ix 

So 

[0026 ] ±Kft-^^ (ID IJ, if#(C^c03fi^ 
CH 2 SRc M . 4HLC0 "-COORb" RtfUiLCO 

" — NH C 0 R a " om^h^O^ZiS t frffi-f 
flTC*»). *»o*riE-ft^* ( I ) «+Tt>»t:5Sv^v 
-•tf-RiWMS *t * • (b« ft (ID (Ra, 

Rb. rc ) ^ ram$ii-c^TtJ:^j c*5»t4#a 

UKft^fli ( i ) Cistt4#il»»^)«»)IE 
WcS-f&tiCOfctS* B0*>. Ra. Rb. Rcti^iX 
-fix. Rl. R7, R6fcti(t6 rSJft§ixT^Tt>J: 
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C*}{t**ig8l3££*r l-'&* . X. aiffiftABi. & 

Aflfft-W^-Wx^CMC^Fft IT i> J: i\ Rttt . 
g$ § fro vc i J: ir*7 x y * ^xf-/kttf)itJ&2Ji . 
f£7 x n/HW^XIiRxf-zHWi-wv >t*i<ofig(=fi$ 
ITl^TiJ:^., Ra, Rb. Rctfe(tS#fflftSf3 
JKI*. j!fFiL<*±l~5fflX«ll~3iT';&*. Rbt 

[ 0 0 2 7 ] ifcfc . *5|HB<?)-fe 7 x Affc&flj^iSffiCO 

tb? . Witf . «fBHDS5 2 - 1 3 3 9 9 7-Sf. Wm5 
3_2555 1^. 1t^nS5 4-308 S^. *&m5 
7-214112^1 v-Jfy^f) . ttHB36 3-1 9 
8 6 88-f (^;P7) . #S¥6-2 281 52 (7r 
. J.Med.Chem 33 2513 . 2522 . 2529 (199 
0). J.Med.Chem 35 3731 (1992), J.Med.Chem 37 1003 

*n>>tf)*aa;:qs it sR^Mff-csifti^ft^^e&affl-*- 

[00 28] (1)4 ffififiiSffi 
(L^J ( I ) 0)4 fi (R5) ( -CO 

OH) tWt7x A ft^X(±^CO* /Itf* X/l^K 
fett 6 RJBttfSSttS-lSSflKffl ^ >T Sffi ttti- >Ji 
If. 4(i<7)X7.f Mb, XtiTS h'-fb£fir5//\ 
{±Moy'yfb^J; OS^oy vfla*fc:S8lLfca. ^'J 
WRICK* 0 T^'KfcfciWWS £ fc# 
T* * . ISJSiSiS 4: LTtt . T V > W. ( T-fe h >• , .X f- 
/l-xf-yl-^hyl?) . x-fvWS (ylf^x-f/K 
fh5>tKo75^, y>|--, , -h'J'HI (7 

^OP*/1-7aH) . X7sf/L#, (Sj#x*A- 
30 , 75 HJS ( ^^/I^/I ATS h*. >-><^l-T-t 
h75 F) l?#Wp3ftl><. «Iit&WRlC(i. EfrSIKJ: 

9) . WUMSa (952x1*75 t'Jy- 
r^i^jg^) jfj^M^SiiS. RIBdflfc Ltd. Mi 

{f. *-.f>MSFl(N. N'- yy?DMyW 
/MUM5K3P) . ///l-tfxMb&tt Kti)V#-)Vi/4 
5r/-;Pf) . 'J /■i^uyHtft. /\uyyft7./l- 
*x/K 75 KfcH*W*<W*Sil*. 
(2) 3f2ldtti* 

mt-lX - ( I ) <?)3(5 ( R4 ) *' ; ^ro^-7-.7|-y{ 

^/l- (ffl/Uf. 5 - >Hfh 5'/*— lUf-jT .*^/l) T" 



fe*-b7 x A&fb^BjSrJRflKffU >T#i£<CfiEv>, 0U 
If, 3(£<0SjcWflftSI. x^f y^f-byWNnyyfb. 

-MSjcj^&ebi. xdf y> *u> mv'ylg 

E^WRJCfcffiJf J:v\ 

t o o 2 9 ] (3)7 imm& 

■it-^m ( I ) c07iuA { T5 7T'J)S-b7xA^b^X 
li£WEJStt§8»f*:K*fL-T. R 1 CAStl-^^'t^ 
»X(i*tf)RBittmS*S:. mSKiOKmfiffJ. «a 

(r/i-^u^is. tisf) . wstas (iSiiar 

S. BsB^MkLTtl. Mi«f, /?-;K>M 5 KJR 
(N, N'-^>'7DA s drv-/l,//^,1tvM S HIP) , ^ 
il^t-'W^ft (tibiR—lVis* . 'J> 

i^Axa^ytt, /Nn^'Wb7.;l-7t;^;u, TSHfbS* 
90(01*3*1*. 

(4) 

1 {a^SH^-f 3b*-t ^ r oxt: U yf^fiardWtffl 
>< ">"C . KfbRlSSr ^ Z. t (C <t 9 -fe 7 x AT. /N* V%m 

T-SaC"CWl 0^-4 RlES**UfJ:ir\ 
SttOT 572, b F n^f ^ ;l-;K^f v/lSSP^tt 

o. iss. fits • mm%.m&rritt&\ x, .t.te^> 

m-^^J; 9f#£ixfc«*?)-b7 x A^-ft^S-W* 
t LTSCS'JW-b 7 x A^fb^tt^r^t* - 1 £> "Iflg 

^^Bfl^'SH-f * -b 7 x J±Mt-&Wt'h h . 
[0030] ±ISfb^% ( 1 ) - (ID «S8iSliJ^$ 

i-L*ntLT(i, mmm* ry^-r. nei. * 
tL-cut. rwjM(Na. Kif) , r/i*y±ii 

^JS (Mgf) , OTaSfcLTJi, ro*>fy, 2- 
7x-^xf;K>-y>7 5 >'. yX>'y';lxf !/>•>' 
T5>', X77-/I^TS>, yX^/-;175y, h'J 
X b K a f- )VT 5 7 .X ^ y . ;K 'J b H o ~> TiV 

*Wifctt(i. sgSL ftfbk^fi, Kis, » e , y>- 
mmmzhi. tmfctixu. P -b>uxyx^ 

*y». y<7 77;M-y|t, h 'J 7/^oiH(f. 
-?U-f xBWWWSStiS. iffl»:rs7fiSt LXtt.. 
>)>■>. T>U%>\ *iV-*y. hx^> : >?$tfM^£ 
jgCfb^fift ( i ) - (ID Xli-?-0)fi(i, *Wft 

( (?i i (f , i . 2 7k»tt , 3 *w«jhs ) ^mmm 
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[0031] fcfBflflW<«WB!WIMcov»-C 
ytMf|SiWct}W>TWT^5:Sli2^t'*)&. ( 1 ) ^ 
:*r y > >• I ( A I ) izx&WMwnm. ( 2 ) 'nAX 

^-tCfcftSKE^ffl. ( 3 ) y b£>! 

WiStt. ( 4 ) 5 -y h SrJHnfcg»&«7-*-7 -f 5 * v- 
- (PC A) t-f/HctHvt. fiUSMtci&JAlf^ 
IfcOWtt. ( 5 ) -"M >' < 11-4. IL-51?) 

t *trWDHcli PXJJalMiP WCft#?T»r* £ . &P 

mm. mi tr-tnimiz. *fc 

;<n-7 s tFDJfyrntVWf/Hr^D-X. ;K'J 



x , safts-oflte. a*, i*a 1 a a*: o . *•> 1 m g 

- 1 0 0 0 m g t'*> 0 . ftllPtM-*)** - ft 0 . 1 rn 

g~ 1 0 0mg-Cj)l>. 

[0032] 

y»W*S: HSIM A . * * *r-t 7 x A^f* SrSQtM B 

Ac : T-t-7-;!.- 
BH : y7i-/^f* 
PMB : p-^hJfy\yy> 
E t : 

t-Bu : t-7>/U 
P h : 7 x -7l< 

DMF : >*-1-)l*)l&T$ H 

DMSO: ^ /I/* * v H 

BSA : h'Xh'J^f^y'J/L-Tt^SH 

WSCDHCl : l-X^;U-3-3-v'^+;UT5 77"ot';l-) 

[0033] mWM A) -fe 7 x A yRttfl: 

[<tb] 
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C0 2 3H 



5 


6 




7 


OHCHNaJ^S^ 

C0 2 BH 

1 


N-N 

CH 3 
8 


9 


S-^N-COjCHj 
10 


N-N 

* R: 
CH 2 CONH 2 


N-N 

VgX^N R; 
CH 2 CH 2 COOH 


CH 2 COOH 




11 


12 


27 



C0 2 BH 



13 



H a s *o 

COjBH 



14 



HO' 




n n N-N N— N N-N 



C0 2 BH 



CH 2 CH 2 COOH 
15 



CH 2 CONH 2 
16 



CH 3 
48 
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,OCH 
II Y M 



CI 

C0 2 BH 



COOBH 



38 



aOCH 3 
IT tY 1 pH 2 COOH 
C0 2 BH N-N 

40 



COOBH 



39 




^Y\Y 1 QH 2 COOH 
I—^-COOBH 



ax? 



OCH 3 

COOBH 



39 



o 0 ^-Ny^ci *^ 0 0 **-N Nj! 5=k^CI 

cAoH cAo /=>. 

»-^y-C008H 



44 



45 



rT ] qh 2 cooh 



-Ar, N-N 



46 



COOBH 



47 



i 2 cooh 



[00 36] gglMiglA- 1 : -ffc^HH 

(1)4- y'7i-)Wf^ - 70-TS.S-3-* 

- 3 - -fe7iA -4- ayMMfS^-h (2) 
7/3-7 5y-3-^f-/U-3-t'7.T.JU- 4- #>UK>'|g (1) 
10s Sr. ^^xm?ITT> ; 7nD.x^y300iiil 
?y-/H00nl tdSWlfc, -^M^. 
T y f*9V 18.2s S-flnx. gST 20B$»*Uc. R 

Y)l-?ai h ( h/Hy : BVffiX-7-;l-=9 : l/ftilf 

/u) ic.j.1.. fl*tt«i/cfl:*«i (2) 26s (73%) m 



(2)4- y'7x-/Mf;l- - 7/3- *^T5 F - 3 
- 3 - -t7iA- 4 - ^/l-tf'^W-b (3) 

■ft^tt (2) *>500m«t. H*#*SR«TC. 99% 
1.97ml ir-i^kit^ 0.46ml <OiS-&jS{RW4'C*^TT 
jDxfc, *<9£i<D?srC'10SI§IMf-L*:. Rloffitch 
/Uxy9ml SrflntT. *affl£#Sfc*ETfcTJBJI 
S*L^o !#i»itfc«3SE*vx^x— r/U 10ml CT 
IS&ftl . C^^Sr^iSL. ^'x^;l.x-r/l-fi5fe 
fr. la^L-C. ft£ft (3) 4%ms (92%) Srttfc. 
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(0 0 37] (3)4- y7x^Mf/t'- 7/3- M 
IsT 5 F - 3 - -3--fc7xA-4- 
*>U-F - 1,1 - >^*v'F ( 4 ) 
ik&b (3) £SS#*msrFT\ ^an^y 120ra 
1 RlfX?;-H' 30ml tigSIL. 80% m -9 

oaiSfeltB 4.97g fcillifc, t<X*#&£!& 

:ka<v a F 0.5ml £Jn£J»FUfc. SttfaJSffFtli 

SifocJROAftfc, *MW&»JtL. *B*B»x^ 
■CJttHLfc. #HH£5% IKIWcX^hy^***. 

X^X-r'MOml TO»U Uraoft^* (4) 3.89 
g (88%) Srflfc. 

NMR (DMS0-d6)S : 333 ( 3H ,s ) ,4.26 ,4.36 ( 2H , 
ABq , J = 18.6Hz ) ,5.35 ( 1H ,d , J = 4.5Hz ) ,6.1 
1 ( 1H ,dd ,J1 = 4.5Hz . J2 * 9.6Hz ) , 6.93( 1H , 
s ) , 7.25 - 7.60 ( 10H . m ), 8.13 ( 1H , s ) , 
8.87 ( 1H . d J = 9.6Hz ) 

IR (Nujol) ciD-1 : 3310 ,1794 ,1711 ,1695 ,1330 ,11 
25 

[0038] SMMA-2 : ft&toS 

(1) 4- y7x-/Mf^ - 7/3- $ F - 3 

- 9uu*f-iV - 3 -fc7xA - 4 - 
F (6) 

4 - y7j.-./Mf/L--7i3- 7*5./- 3 - 7nn.Xf 
/I- - 3 - -t7xA -4 - fiJl#*isl—h (5) lS.4g 
Sr. 99% ^r'jg 65.6ral fttf*l*»R 15.5mlA»4>. Mfe 
fflltf) (2) fcH#^»ft£LTfc£«l (6) 17. 4g (88 
Z) 

(2) 4- y7i-~/Mf/l- - 1(6- */ki*T5 F - 3 

- - 3 Hr7xA - 4 - ^/I/tK^ U- 
F - 1.1 - a***S/F (7) 

{fc&tt (6) 2rMiS. g*#*»8iTC\ y v /OD^ 
y 200ml £»#PLfco fiC, 80% ra - ?ooi§£,ft 
10.18g <T)\/9uvl*9V 160ml jgjft£SfiT10 
*Ha?»TU 22B«fflWPLfc. RJB«tSttfcMl^ 

(3) kH*K:»lLTBaES:»fc. SHEC B«x* 

n-*s*y > ^ummzx^it Lxit&fo < 7 ) 

7.32g (68%) fcftfc. 

[00 39] ( 3 ) 4 - isV x-ykX^/U - 70- 
AT^ F - 3 - ( 5 - ( ( 1 - ) rl>7/-A' 

- 4 - f /l- ) f-yf ) .XfVU - 3 - *:7 xJU - 4 - 
/;/Mf^f>U-F - 1,1 - (8) 

ffc£ft (7) Sr* SSL 3W#*5RSTt\ > : *+.)i<* 
ill«7$ K2nlC*fWLfc. tf^T\ 5 - X/I/#7°F- 1 

- **/Uf F^V-zH-hy^^e 59mg £flD;t, 3B§ 



MhHrffcbT. BrS^t^* (8) 7.32g (68%) fcflfc. 
NMR (DMS0-d6)S : 3.88 ( 3H ,s ) .4.13 ,4.47 ( 2H 

, ABq J = 14.1Hz ) ,4.34 ,4.61 ( 2H .ABq ...1=18.011 
z ) ,5.42 ( 1H , d , J = 4.8Hz ) .6.19 ( 1H ,dd ,J 
1 = 4.8Hz ,J2 = 9.6Hz ) .6.92 ( 1H ,s ) .7.25 - 7. 
70 ( 1011 ,m ) ,8.13 ( 111 ,s) . 8.91 ( 1H , d . J = 

9.6Hz ) 

IR (Nujol) cm-1 : 3250 ,1794 .1714 ,1660 ,1345 ,11 
45 

[004 0] HMffilA-3 : 4 - y7x^W' ~ 7 
B- »;kl75 F - 3 - ( ( 4 - tf'J V)V ) ) 
**)V - 3- jTxA - 4 - jpVif^isV-Y - 1,1 
- S^f^F (9) 

4 - ^/^7 6 Ft 0| jy>' 129mg Sr^^y— IV 3ml fcjg 
*>U WMf**arF. 4.9N th'JWf7 
-M?/-/M8?S 0.2ml fcjDifc* floifctt-frCfc 
**S*tt-f U Sa-C103MWPtfc. HtfPtt. ffc&» 
(7) ^S^^MvUATS F 4ml ^i«C*^TTUil 

Bxf-^9 : 1/PRx^/u) ti^L, »8t»ML, 

Wa^Kfc-&* (9) 167mg (17»t»fc. 

NMR (DMS0-d6) ^ : 3.87 .4.06 ( 2H , ABq , J = lS.3Hz 

) ,3.93 .4.29 ( 2H , ABq ,.I = 14.1Hz ) ,4.82 ( III 

,d ,J = 4.8Hz ) , 6.20 ( 1H ,dd Jl = 4.8Hz,J2 = 
10.2Hz ) ,6.96 ( 1H ,s ) .6.97 (2H ,d P J = 6.0Hz ) 

.7.25 - 7.40 (10H ,m ) ,8.23 ( 1H ,s ) ,8.31 ( 2H 

,d . J=6.0Hz ) 

IR (CHCL 3 ) cm-1 : 3420 ,1810 .1725 .1700 ,1340 .11 
35 

[004 1 ] : 4 - y7x^Mf/P - 7 

B- Ttvj^Tj F - 3 - ( 4 - ( ( 1- ^ F^r^^/^-K 
^yM±Zk ) tf'Jyx^- ) ±j ) X±fr - 3 - *7 
xi,- 4 - ^myl/-h - 1.1 - y^yH - 9 
nyj F (10) 

ft** (7) 20(h««rfi*/f^saTfc:T, -J^VHr^ 
J.\7 F 2.1ml Kt*^L. *»T4- ^ h^^/^"K- 
- 1 - ^b*»J KXlOOmgfcflniJfc. 1"<*C* 
iSSrtti'L. aa^lBSBWWfiHWFLfc. R/ErStCv 5 
x-f-;ix-r;l- 25ilfrtmifctt. «ffttiWLfc. ± 
a/*?it*l*&, aaEti/X^/lx— f;P 20ml Sranifc 

■ft-^tt (10) 186m? ( 67% ) 5rt#?t<, 

NMR (CDCIs-CI^OD) ^7 : 3.83 ( 3H ,s ) ,3.87 ( 2H ,s 
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) ,4.32 .4.41 ( 2H , ABq .J = 12.8Hz ) ,5.21 ( 1H 
.d . J = 4.8Hz ) ,5.45 ( 2H .s ) 6.11 ( 1H ,d,.J = 
4.8Hz ) ,6.96 ( Hi .s ) .7.25 - 7.50 ( 10H .m ) , 
7.75 ( 2H .d ,J =6.6Hz ) .8.20 ( 1H ,s ) .8.46 ( 2 
H ,d, J = 6.0Hz ) 

IR (Nujol) cra-1: 3345 ,1795 .1725 ,1682 ,1375 .113 
0 

[0 04 2] mmMA-5 : 4 - y7x--:/Mf/l- - 7 
0- fr;kk7 5 K - 3 - ( 5 - ( ( 1- M^dJk* 
±fi ) ThyV^zJk - 4 - jji ) ±* ) *±!k ~ 3 

> v (li) 

5 - XfcATh- 1 - ti)W<*:4 flX+Jl'ThyY-H 
88.5mg SrS^f-zl^rt/kkTS F 0.8ml tCi*>U tK 
»TB*/f^«8rFCT60% NaH 21.2m 2riU^. "frC 

ft (7) 200Bg^O> ? -X^*/l/A7 5 H 4.5ml ^jgrSfcO 

ftW2w ( 3 ) kHtttjoaLTBaEitifc* Hst* 

Bx^/WCiOttftftL. Bfaoft;^* (ID 221mg ( 
75% 

NMR (DMS0-d6)<5- : 4.04 ,4.51 ( 2H ,ABq ,J = 14.1Hz 
) ,4.31 ,4.54 (211 ,ABq,J = 18.0Hz ) ,5.02 ,5.09 

( 2H .ABq .J = 17.1Hz ) .5.38 ( 1H ,d , J = 4.8Hz ) 
,6.17 ( 1H ,dd ,J1 = 4.8Hz M = 9.6Hz ) .6.92 ( 

111 ,s ) ,7.20 - 7.55 

( 10H ,d ) ,7.76 ( 2H ,d ,J = 90Hz ) ,8.12 ( 1H ,s 
) ,8.91 ( 1H ,d ,J=9.6Hz ) 

IR (KBr) cm-1 : 3340 ,1795 ,1720 ,1695 .1334 ,1142 
[0 04 3] : 4 - - 7 

0- tyfl l.T $ jf - 3 - ( 5- ( ( 1- <f/l^yxf 

il- ) Tb7V->l - 4 - A)V ) ) - 3 - 

t7xA-4- i)}l<X*is\s-h - 1,1 - y^^ry 

H (12) 

fb^tt (7) 2A0mgzmmtfxn%iF{cx % r-feh-MJ 

)V 5ml fcjgSLfc, *^jS&fc*iftT. 5 - 

77 0 nt < 7Lx^/U7^y O.llml&Jn*.. 
8tCll«a40»«tfLfc. RJG*£3B*W2tf) (3) fc 
H*fc^LTBHE«:»fc. »**H«xf^atf5;x 
^^x-f-yl^^R*^mftL, Bra^ffc^* 

(12) 315ms £f»jfc. 

NMR (DMSCKI6)^ : 2.91 ( 211 .1 ..l=6.6Hz ) .4.11 .4. 
54 ( 211 .ABq ,J =1 3.8llz ) .4.33 .4.59 ( 2H , ABq , 
J = 18.0Hz ) .4.37 ( 2H , t J = 6.6Hz ) .5.41 ( 1 
H .(I. .1 = 4.8Hz ) .6.17 ( 1H ,dd ,J1 = 4.8Hz ,.12 = 
9.9llz ), 6.93 (111 .s ) .7.25 - 7.55 ( 1011 ,m ) . 
8.13 ( 1H ,s ) ,8.91 ( 1H ,d J = 9.9Hz ) 
IR (KBr) <:m-l : 3390 .1800 .1725 , 1695 .1336; ,114 



1 

[0044] mmmA-7 ; 4 - s£z*^ik2<±zk - 1 

0- fr;UA7»$ K - 3 - ( 5 - ( ( 1- fiHrttistf- 

}V ) xVT/zzJk - 4 - izk ) ±i > - 3 " 

^7i/. - 4 - fl/l^ryU-h - 1,1 - is±*± 
if (27) 

ffc£tt (7 ) 300mg£5 - MVii'/Y- 1 - 
^TYy\r-)l- 111 nig fr^ lia (10? ) W EflPfe 
tm&<rMttZLT?m<Dik£W (27) 177mg (47%) 

NMR (DMS0-d6)$ : 4. 10 ,4.50 ( 2H .ABq ,J = 13.8Hz 
) ,4.31 ,4.56 ( 2H , ABq ,J = 18.3Hz ) ,5.26 ,5.32 
( 2H , ABq ,J = 1S.0H z) .5.40 ( 1H .d, J = 4.8Hz 
) ,6.17 ( 1H ,dd ,J1 = 4.8Hz ,J2 = 9.9Hz) ,6.92 

( 1H ,s ) ,7.29 - 7.55 ( 1011 ,n ),8.13 ( 111 ,s ) . 

S.90 ( 1H A ,J = 9.9Hz ) 

IR (KBr) cirri : 3385 ,1800 ,1730 ,1693 ,1335 .1139 

f 00451 mm\A-s Lfctli-g 

(1) 4- y7x-;MW - 70- ( P - t Ko^fs/ 
7xx;l/ ) 7* h75 K - 3 - '/nn^f/^ - 3 - 
-fe7xA - 4 - yy/M<^U~-b (13) 

•ffc£«3 ( 5 ) OKftttBOg ^Ii#X^iST, ^op 
400ml (C**»L. - 30KtwT. N - *+lVW 
&s[)y 4.77ml, p- /vf Pn* x7*x/l#ig 7.41g 
RtAfSCDHCI 9.31g SJjD*.. 3t$IS]T1& *fcfi S Sr. btf 
TO«(cU *^4*<OS*T3MHBHWPUfc. REM 
*|f»x^;u*jJ:l/*C]0li9aA. *IW*#|liU * 

lt. rmffi&Titzxmmix . mm^t^m (B) 

27.98gSrftfc # 

(2) 4- y7i-/M-1^ - 7fl- ( p - t H'a^y 
7i-;^ ) T-fe hT5 K - 3 - 9uu2f-iV - 3 - 
^7x/s - 4 - ^/l/^^U-h - 1,1 - J/^+^K 

(14) 

fflBkO<t-&tt (13) 27.98g«ra*^«8ST, ^np 
^.^y 700ml tfc**U *«tT 80% m- ^aojft3cA 

ssg 2i.94g smiiio^MtfLfc. *<^>aaacTi6« 

mmWltz. RJEJgii. »CTA-l (1) fcH«t:« 
8l/tffc£tt (14) 11.988 (46%) Sr»fe. 

[0046] (3)4 - y'7x ^/l- - 10- ( P 
- tFo^y7x-^ ) r-fehTSH - 3 - ( 5 - < 
( 1 - fjiV^^iy'^lV ) Trh5/— ^ - 4 - -OU ) 

^) ^^l- - 3 - t7xA - 4 - /y/M^vU'- 

h - 1,1 - K (15) 

ft-fr* (M) 293m* ^5 - .X;^7°l- 1 - 
xf/l'f 115m? SlK>MV7 B nh>xf^ 

T^>- 0.11ml *»^>. »fif?>!A-2 (3) fcHfltottffi 
rL'C, IJra^-ffc^ft (15) 316ms (81%) 2riS>to 
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NMR (DMSCM6) o : 2. 91 ( 2 H . t . J 
- 6.6Hz ) ,3.46 ( 2H , s ) 
.4.11 .4.55 ( 2 M , ABq , J 
= 13.8Hz ) .4.30 .4.56 ( 
2H .ABq .J = IS. 0Hz ) ,4. 
3 7 ( 2H . t. J - 6. 6 Hz ) . 
5.34 ( 1H . d , J = 4.SHz ) 
.6.03 ( 1 H , d d . J 1 = 4.8 
Hz , J 2= 8.7Hz ) .6.66 ( 2 
H , d . J = 8. 4Hz ) . 6. 92 
( 1 H , s ) .7.04 ( 2H . d . 
J =8. 4Hz ) .7.25 - 7.70 
( 1 0 H . m ) .8.72 ( 1 H , d 
, J - 8. 7Hz ) , 9. 2 5 ( 1H 
. s ) 

IR (KB r ) cm- 1 : 3395 ,180 
2 . 1725 .1675 ,1335 .1136 

[0047] mmmA-9 : 4 - p - *h*i> 
Kyjy.tl - IB- ( p - b Ka^y7x^ )7-bh7 
$ F - 3 - ( 5 - ( ( 1 - ) fb 

7*/-;^ - 4- >f ;W ) ) ^'l- -3-^7xA 

- 4 - ^^yl/-h - 1.1 - y^fr^K (16) 
■ffr£1*l (14) 400mgi5 - *)\,f)?Y- 1 - 
/Mf-;Urb7V-M32mg ^tfcf^JA-2 (3) 
fc|SI*<50SM^S:LT. Bfa^ft^Bi ( 16) 337m? (692) 

NMR (DMS0-d6) o : 3.42 ( 2H ,s ) ,3.75 ( 311 ,s ) , 
4.00 .4.71 ( 2H .ABq ,J= 13.SHz ) ,4.18 .4.48 ( 2H 

, ABq .J = 18.0Hz ) .5.05 ,5.13 ( 2H , ABq ,J= 17.4 
llz ) .5.22 ( 2II ,s ) ,5.25 ( 2ll ,d ,J = 4.8Hz ) , 
5.91 ( 1H ,dd ,J1 = 4.8Hz ,J2 = S.7Hz ) .6.65 ( 2 
H ,d .J = 8.7Hz ) ,6.94 ( 2H A ,8.7Hz) ,7.02 ( 2H 

,d ...1 = S.7Hz ) ,7.38 ( 2H ,d .,1 = 8.7Hz ) .7.79 
( 2H .d ,J = 8.7Hz ) ,8.71 ( 1H ,d , J = 8.7Hz ) . 
9.23 ( 1H ,s ) 

IK (KBr) cm-1 : 3363 ,1770 ,1730 .1700 ,1685 ,132 
6 ,1134 

(0048] ggfegU 0:4- i/7 ±~)VX*)V - 7/3 

- ( p - b Fo^ry7x^ ) 7-th7$ F - 3 - ( 

5 - ( ( l - x±/k ) ±±JL2jzJk zJlzAJ^lA + 

it )ji±Ik ~ I ~ -b7xA - 4 - 

- 1.1 - y^yH (48) 

■ffc&tt (14 ) 400mgi:5 - *)\rfi?Y- 1 - ^ ; H'Tl> 
r>/-;l t h 'J ^tfilOSmg . S!tlMA -2(3) 
k Ha^ttfl 5 * ■ J9rfi*Xfc£fl! ( 48 ) 454mg 

NMR (CPC1 3 ) ^ :3.55 (2H. s) , 
3.8 2 ( 3H . s ) , 4. 04 , 
4.16 ( 2 H . ABq, J -19.4Hz 
) ,4.05. 4 .34 ( 2 H .A B q 



, J - 14.0Hz ) . 4.76 ( 2 
H , d . J = 5.4Hz ) ,6. 07 
( 1 H . d d , J 1 = 5.2Hz. J 2 
= 10. 4Hz ) . 6. 74 ( 1H . d 

, J - 10.4Hz ) ,6.77 ( 2H 

, d . J - 8. 4 Hz ) . 6. 8 9 
( 1H , s ) . 7. 07 ( 2H , 
d . J = 8 . 4 H z ) , 7.25 - 
7.44 ( 1 0 H . s ) 
I R (CHC 1 3 ) cm-1 : 34 00 , 
18 0 5 , 1 7 2 6 , 1 6 8 2 , 1 3 3 6 

, 113 5 

(00491 mm\ 1 : lbiS2 1 

(1)4 - P -^b^^y^-7i3- 7x- 
F - 3 - ?nn^W - 3-t7xA - 4 
- 1,1 - S^t^'H (IS) 

4 - p h -7/3- 7x^T^hT^ 
F - 3 - ?DD^flh 3- t7xA-4- 
yl-h (17) lOg £B*#XSl8rF. 

250ml £i§0»U *<£T 80% m - ?nnjg£«&#i8 
9.74g Oy?nn^?y 200ml <0$ffi*8TFUfc. Si 
Tf^<XMffliC±(f\ *?J—)V 100ml $rflP^170# 
WfLto RtfSWi. IM^IA-l (3)-kR*(c» 
JILT, -ft^ft (18) 4.17g (4Q»*f»fc. 

( 2 ) 4 - P - h^^y^/U -7/3- T5/ - 3 - 
;oD^f;l' - 3 - ^7xA - 4 - 1j)V#*\/V— F 

- 1,1 - y^yH (19) 

atMft'Jy 355mg fcaStf^SaST* ^na^fy 
8.4ml WgfflU *^Tb°U> ; y 0.138ml ayJ9uu 
*9v 0.8ml <?)i§ffi&ffiTL, JEfcffc^tfii (IS) Srfln 
X. *04 4^>iB«T3()»IBI«tf LXio RttflL - 60S 
tJftfflL. 1,3 0.474ml jD/> 25St 

*y^-caaj Lfc. ^5«r»**^ f n 

WLSi^O (19) 900«g£1#fc. 
(0050] ( 3 ) 4 - p - X b^>'<y'J)l - w- 
( 2 - M7x>' ) 7-bFTS F -3 - ?na^W 

- 3 - t7xA - 4 - */M«f S'L'-F - 1.1 " V* 
*5/F (20) 

fflK^-ft-^W (19) 900mg «rBBB^5RanF. 5^7 n a 
8.0ml fcSA»L, *#T\ 2 - ?-;t7xX6HS 
139mg Jfctfl - *^/|" - 3 - ( 3 -y,Xf^7ay7°a 
b;l-) #/^S KJaBffl(WBCDHCl) lS7mg SrjDi, 

i«ffLt, KiGffifr ( i ) tmmmmLxym 

5 : 1-3 : 1 ) tC^>L. (L^ (20 ) 276mg (54%) z% 
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( 4 ) 4 - p - X hXis'O i'-H' -7(3- ( 2- +#7 
x y ) F7 5 F - 3- ( 5 - ( ( 1 - *^\^>f 
/Mf./P ) f Fr/V*'-^ - \-A)V) *jr£ ) 

- 3 - -t7xA - 4 - ^/l^yb-b - 1.1 - S/* 
*>-F (21) 

ft&ftj (20 ) 200mg fc5 - .XA^TF- 1 - 

<y 0.11ml A^,. 2l*fflA-2 (3) fcRHtotMK: 

LTF^a^ft^tt (21) 228mg (90%) £Wz» 

NMR ( DMS0-d6)S : 2.92 .2.94 ( 2H , ABq ,J=6.0Hz ) 

,3.75 ( 3H ,s ) ,3.78,3.83 ( 2H ,ABq ,J = 10.2Hz 

) .4.07 ,4.71 ( 211 , ABq ,J = 13.8Hz ) .4.22.4.56 
( 2H , ABq ,J = 18.0Hz ) .4.40 ( 2H ,dt .Jl = 6.0Hz 

,J2 = 2.1Hz ) ,5.23 ( 2H ,s ) ,5.31 ( 1H . d ,J= 
4.8Hz) .5.95 ( 1H ,dd ,J1 = 4.8Hz ,J2 =9.0Hz ) ,6. 
90 - 7.41 (7H.id) .8.90 ( 1H ,d ,J = 9.0Hz ) 
IR (KBr) cm-1: 3400 ,1800 .1770 ,1730 ,1700 ,1330 

.1134 

[00 5 1] m»MA-l 2 Lfbtft2_4 

( 1 ) 4 - y'7.x^M^' - 1/3- ( P - ^H'7x 

—/I/ ) 7 5 F - 3 - ?no^f^ - 3 - -fe7xA - 

4 - (22) 

ffc£tt ( 5 ) DffiBtfi 5.0g, N - *f-;^/u*y yi.l 

9ml . p - .X l-66s atXl - X*;l> - 3 

- (3 - x;<?Vi/7S/7 0 ntVl, ■) Jj)V#i/A 5 FiSSg 
tS(WSCDHCl) 2.34g HS6WA-11 1 IW)Ji^£ 
LT-ft&Hf (22) 3.27g (59%) 

(2)4- y'7x-/MW - 7/5- ( p - ^/l'7x 
~/U ) 7S H - 3 - ^OO^f/l - 3 - t'7x/r 4 

- ^/Mttpj/U-b - 1.1 - >^*>F (23) 
•<fc*£^ (22) 1.0s *H$;y*»StTT\ y?DO^ 
>'40ml fcjfMUfc* *^C80% nr ?nuj§£,f.#fi§ 
1.078g SSoifcf*. SStTZOD^iaMfFLt. RISK 
UjlUIS«A-34:HflW)»m*LT. ft&ft (23) 990ms 

[00 52] (3)4-y7x-/Mf/l'-7/i-(p 
-^f/l7x-/l' )T5F-3-(5-((l - fi)l># 
^■vx^;u ) f bf/Y-tl' - 4 - ) ) 
;U -3 - -tr7xA - 4 - ^M^^U-F - 1.1 - > : 
it*> F (24) 

fL&ft (23) 400mg >5 - .X/M?7°F- 1 - A>W<*A 

WMt&LX* WHtfHfc&W (24) 180*8 (55%) Sr'# 

[0 0 5 3] NMR (DMSthd6)tf : 2.36(311. s) .2.91(211. t. 
J=6.2Hz).4.15.4.5S(2H.ABq.J=14.2Hz).4.3S.4.54(2H,A 
Bq.J=18.0Hz).4.38(2H,L.l=6.2Hz),5.34(lH.d..M.8H 
z). 6. 13(111, dd,. 11=4. 8llz.J2=8.2llz), 6.95(111. s) . 7. 30(2 
H.d.J=7.SHz). 7.28-7. GO(lOH.m). 7. 78<2H,d,.J=7.$Hz). 
9.04(lH.d..I=S.2Hz) 



IR(KBr) cm-1 : 3420. 1803, 1728, 1670. 1332, 1136 
[00 54 ] ggjfcffjA-1 3:4- y7x^/Mf^ - 
7/3- ( p - ^Wx^ ) 7 5 F - 3 - ( 5 - ( 

1,2,3 - F jjr/rik zJ-zAJkJ ±A ) *±Zk : 
3 -t7xA - 4 - F - 1.1 - y** 

>F (25) 

<ffc£?%! (23) 250mg i*SmtiA%3SJ. $^f-/U*/W>i 
7 5 F 5ml fcjgJBU ?K#T\ 5 - */l/#7°F - 1,2, 
3 -MJ7V"— ^FIK/Atfi 61mg SrAO^.. >c<7)^£ 

»^**/*At!1EML rat. p$£$)±TiI8il 
fc« ^x^yux-r/U&tfn - ^f-Fv^ftST 

BrM^k^Bn (25 ) 242mg(87%) £f»fc # 
NMR (DMS0-d6)£ : 2.37 ( 3H .s ) .3.83 ,3.96 ( 2H . 
ABq ,J = 14.0Hz ) ,4.33 ,4.50 ( 2H , ABq ,J = 17. 6H 
z ) ,5.46 ( 111 ,d , J= 4.8Hz ) ,6.11 ( 1H ,dd .Jl 
= 4.8Hz ,J2 = 8.2Hz ) .6.80 ( 1H ,s ) .7.30 ( 2H , 
d ,J = 8.0Hz ) ,7.30 - 7.50 ( 10H ,m ) ,7.79 ( 2H, 

d ,J = 8.0Hz ) ,9.08 ( 111 ,d, J = 8.2Hz ) 
IR (KBr) cm-1 : 3420 . 1S01 .1725 .1665 .1330 .1133 

[005 5 ] mmA-l 4:4- y7x^/Mf^ - 

7/3- ( p - ^f ./l-7x^ ) 75 F - 3 - ( 5 - ( 
( 1 - ti)V#*ci/**tV ) fl-7/"/k 4 - A)V ) 
±$ M±Zklz 3 - -t:7xA - 4 - #jMjjFkk= 

F - 1,1 - y^^F (26) 

ik&Vn (23 ) 300mg t5 - tivtnrv- 1 -*/^^ 

A ^fls^r F 7 y*-;^ 93. 5mg ti*h s mt&M A - 6 t RSI 
comtt lXmm<?>it£ty (26) 2%ng (81X)*t*3t» 
NMR (DMS0-d6)S : 2.37 ( 3H ,s ) ,4.13 ,4.56 ( 2H , 
ABq ,J = 13.8Hz ) .4.35 .4.51 (2H , ABq ,J = 17.7Hz 
) ,5.25 . 5.34 ( 2H ,ABq ...I = 18.0Hz ) ,5.34( 1H . 
d ,J = 4.8Hz ) ,6.13 ( 1H ,dd .Jl = 4.8Hz ,J2 = 8. 
2Hz ) ,6.95 ( 1H ,s ) ,7.30 ( 2H ,d ,J = 8.4Hz ) , 
7.30 - 7.60 ( 1011 ,ra ) ,7.78 ( 211 ,d,J = 8.411z ) , 
9.04 (1H .d ,J=8.1Hz ) 

IR (KBr) cm-1 : 3422 ,1804 .1730 .1670 ,1333 ,1136 
[00 56] mmA- 1 5 : ib^l 3 3 
( 1 ) 4 - p - * b*>K>'i;>l' - 713- ( p - fY)V 

7x^/H 7 5 F - 3 -9uu;Af-)V - 3 - -t7x^ 
- 4 - tl)Vif^i/\s—Y (29) 

\ - p -;A h*isKyiS!l< - 7^-7 5/- 3 - 7na^ 
- 3 - t7xA- 4 - i/^yl' — F (28 ) 20g 

frffi*/rx«}jlT, 400ml t»*»L. - 

20ma%ffllX. N - ^f/^/l-^'Jy 5.42ml, p- 

:A ^/U25c,a#iS^ o U F 9. 80ml F 'J x^;U7 5 > 

io.32mi tiBi. *^4*^iByrci«*raKfpLfc* s 
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■fk+ h *j ^ A#»»re8fe» , *i*«b»v x ^ ^ T-se 

ft (29) 22.14g (92%) fcftfc. 
( 2 ) 4 - p h^v'O^' - 7/3- ( p - *^)V 
7x-/W ) T 5 K - 3 -^nn^f/l' - 3 - «iA 

- 4 - ^K^i^-h - 1.1 - S^^vF (30) 
ft^-ft (29) 22. QgfcBJfeyxjR^C^? dd^/ 

1 1 CWKU *»TCT80X m - ^nniSSMl 2 

2.4g »-i (3) tnm^mtxit^ 

m (30) 17.58g (75%) %Wz<, 

[0 0 57] (3) 7/5- ( p -^fWi^ ) 7 5 
K - 3 - ;nn,Xf/l' - 3--t7xA-4- J))V# 
*s/»J v77>'*v F - 1.1 - S^^'F (31) 
fb£» (30) 5.19g frSHR^jRaTF-C^op^^y 

27ml ,&t<r-y-^27ml fcjfflBLfc. *#T\ MJ 
7/M-ngj® 27ml£STU aBT45#«ff U:. R 
(tSKSr*BET«l»L. at*5i*x-r 350mi 

ife»U ft^tt (31) 3.31* (85%) Srfcfc. 

(4 ) 4 - p -^f-yl^y^l - 7/9- ( p - x*tvy 
x -/I/ ) 7 5 K - 3 -?DD^f/L' -3 - t7xA- 

4 - /;;M^>'b—h - 1.1 - v'^^^'H (32) 
-ft^ (31) 200ng JS#XSTty^P^^^ 

8ml fcjfflBU *MTF\ p - *f*/l^y> v /t'7/l3~ 
/U- 62mg fttfl - X^/l - 3 - (3 ->v< f-zPT 5 V 7° 
nt*) *^*y>f 5 FfiKiS(WSCDHCl) 106mg &ftl 
ItflBHffLfc.. RjStttt. 5MIWA--11i:H«tf> 
«fl5*LTSW*rtfc£* (32) 310wS:»3t* 

[00 58] ( 5 ) 4 - p ^/^y >VW - 75- ( p 

- )TSH-3-(5-((1- */U 
) fh7/-H' - 4 - >f;P ) f-* ) * 

3- t7x7. -4 - ^yM^S/U- h - 1.1 - 
y^yH (33) 

fll£» (32) 150mg fc5 1 -#;l'#*^;>< 

+;Prb5/-;U 52.5mg frh. %M\A-\Qt\*M<r> 
tMt*LT, mS^fc^tt (33) I43ng (77%)£»fc, 
NMR (DMSOdG) 9 : 2.31 ( 311 ,s ) ,2.35 ( 311 ,s ) . 
4.09 ,4.69 ( 2H ,ABq ,J= 13.8Hz ) ,4.29 ,4.43 ( 2H 
,ABq ,.I = 17.7Hz ) .5.27 ( 2H ,s ) ,5.27 ,5.36 ( 
2H . ABq J = 18.0Hz ) ,5.30 ( 111 ,d ,J = 4.8Hz ) . 
6.05 ( 1H ,dd ,.J1 = 4.8Hz ,J2 = 8.2Hz ) .7.20 ( 2 
H ,d ..I = 8.4Hz ) .7.28 (2H . d ,.1=8. 4Hz) ,7.36(2H, 
d.,1 = 8.4Hz ) ,7.76 ( 211 ,d J = 8.4Hz ) .9.04 ( 1 
H ,d ,J =7.SHz ) 

|R (KBr) cm-1 : 3425 .1800 ,1770 ,1733 ,1676 .1330 
,1134 

[0059] mmmA- 1 6 : fb£^j3 5 

( i ) 4 - p - ^on\y> ; /l - 7 ( p - .X*hH 7 



x-/P ) 7 5 \< - 3 -?DQ^^ - 3 - -t7xA - 
4 - t})V#*>\s~y - 1.1 - > : X*i<'V (34) 
•ft^ft (31 ) 500mg hp - ?DD\yy>7/^-/l' 2 

i5mg *^ sot«A- 15(4) tmmcomtzi- 

X. ik&m (34 ) 561mg (85%) 

( 2 ) 4 - p - 9uu<yi?)V - IP- ( p - >*/U7 
x-;l ) 75 K - 3 -( 5 - ( (1 - ^/l^^f-A- 

) r hy\f-)V - A - 

^ ) >^L- - 3- -fe7iA-4 - ^/k-K^f^U— 
h - 1.1 - i/**5/K (35) 
ffcktt (34) 200ms i: 5 - *)Vi)7Y- 1 - 
.X h 67. 3mg *»feHS6«A- 6 i: P*i<7) 

&ft£LT. mS^-ft^ (35) 182mg (74%)£t#fco 
NMR (DMS0-d6) & : 2.36 ( 3H ,s ) .4.09 ,4.73 ( 2H , 
ABq ,J = 13.8Hz ) ,4.25, 4.50 ( 211 , ABq ,J = 18.011 
z ) ,5.28 .5.37 ( 2H .ABq ,J = 18.0Hz ) ,5.32 ( 1H 
,d ,J = 4.8Hz ) ,5.33 ( 2H ,s) ,6.07 ( 1H ,dd ,J1 
= 4.8Hz ,J2 = 7.8Hz ) ,7.28 ( 2H ,d , J= 8.1Hz ) 
,7.46 ( 2H ,d, J = 8.7H z) ,7.51 ( 2H,d ,J = 8.7H 
z ) ,7.76 ( 2H ,d ,J = 8.1Hz ), 9.06 ( 1H ,d ,J = 
7.8Hz ) 

IK (KBr) cm-1 : 3420 , 1S00 .1770 .1735 ,1673 ,1329 
,1132 

[0060] ^t(l£WA--17 : 

(1) 4- 7x-^7SH - 7/3- ( P - ^W^x- 
II ) 7 5 H - 3 - ^nn^f/L' - 3 - t7xA - 1, 
1 - (36) 

it&fy (31) 500mg t7~*Jy 0.115ml frh. Mtm 
A- 15 (4) fcH«0>»ft*LT. Itftm (36) 532m 
g (89%) 

(2) 4- 7xX/l-75 H - 7/3- ( p - ^f/l'7x- 
IV ) 75 H - 3 - ( 5- ( ( 1 - tDVtti/**))/ ) 
Th7V'-A> - 4 - AA< ) ) .X^yU - 3- -fe7 
xJU - 1,1 - y.t^ryF (37) 

(36 ) 300mg k5 - *9Vii7Y- 1 -^/^t^^ 

^^;i-f h vV-)V\\2m frkMMMA- 6tWlWttoi% 
tt&LX. ma^fc^* (37) 321mg (85%) 5rt#^, 
NMR (DMS0-d6)S : 2.36 ( 3H ,s ) .4.12 ,4.65 ( 2H , 
ABq ,J = 13.811 ) .4.24,4.43 ( 211 . ABq ,J = 17.7Hz 
) ,5.24 ( 1H ,d ,J = 4.8Hz ) ,5.29 .5.36 (2H , ABq 
,J = 18.0Hz ) ,5.94 ( 1H ,dd ,J1 = 4.8Hz ..12 = 8. 
lllz ) .7.16 ( 111 ,dd ,J1 = 7.5Hz ,J2 = 7.5Hz ) .7. 
29 ( 2H ,d ,J = 8.4Hz ) ,7.41 ( 2H ,dd ,J1 = 7.5Hz 

,.12 = 7.5Hz ) ,7.62 ( 2H ,d .J = 7.5Hz ) .7.78 ( 
2H ,d ,J= 8.4llz ). 9.15 ( 1H ,d , J = 8.1Hz ). 10. 
22 ( 1H. s ) 

IR (KBr) cm-1 : 3411 ,1797 .1741 ,1671 ,1330 ,1138 
[006 1 ] mmA-18 :ft^ft4 0 
(1)4- y^i-yWW - 10' (o-* I^y7x 
) 75 H - 3 - ?nn:/t+H - 3 - t7x^ - 
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4 - (38) 
ft&!ft ( 5 ) comma 2.0g SrHSMUftafK 
u*9v 40ml £«W>U - 25JftfcT. N - *+iV&V 
*U>' 4.77ml % o - > h 0.73ml fttf h 

|JX^T5>' 0.68ml £JD;L ^<7)£ 2tf><BK"C30# 

U *«*BfiRxf-;^"«*tlJL3t* *TflOT 
£5% KK**^HJ^*»«. 

tfMb&tt (38) 27.98g*tlfc. 

(2)4- ^i-Wf* - 7/3- ( o - ^ b^>'7 
x-/l< ) 75 F - 3 -;na^f/l- - 3 - Hr7xA - 

4 - /MMMfxt'-h - 1.1 - (39) 
»K0tffc£ft (38) 2.0g*B*^«aT, ^do> 
80ml fcfcA»U *JftT 80% m - ?oojt&ft# 
IS 1.46g S:JSnilO»fiH8B*L3t. *tf>f£giBfc-t20B* 
IBJWFU:. RJ«t 3SififflA-l (3) 
fls*l/afc&* (39) 1.54? (72%) 

[0 0 6 2] (3)4- y'7i^f/l" - 7/3- ( o 

- *b*i/7x-H' ) 7 5 H - 3 -( 5 - ( ( 1 - fl 

) fb5/-^ - \ - A)V ) 
*+i\r- 3 - -b7xA - 4 - ^/t^> U- h - 1.1 

- 5/**$^ (40) 

ffc^l* (39) 300ms t5 - A)VfirY- 1 -iilVif^is 
X f-zUf- h 7 91rag fcSBfcffl A - 6 1 FlW>%k 

fi*l/t, »r2£Hfc£* (40) 258mg (67%) Srftfc, 
NMR (DNS0-d6)S : 3.93 ( 3H .s ) ,4.15 .4.50 ( 2H , 
ABq ,J = 13.8Hz ) .4.44 .4.65 ( 2H , ABq ,J = 18.0H 
z ) ,5.28 ,5.34 ( 2H .ABq ,J = 18.0Hz ) .5.54 ( 111 
,d .J = 4.8Hz ). 6.54 ( 1H ,dd ,J1 = 4.8Hz ,J2 = 
10.2Hz ) ,6.94 (1H .s ) . 7.10 - 8.05 ( 14H ,n ) , 
9.27 ( 1H . d, ,1=10. 2Hz ) 

IR (KBr) cm-1 : 3340 ,1803 .1730 ,1660 ,1335 .1136 
[0063] mmMA-19 :it&fa43 
( 1 ) 4 - p - y7i^Mf/^M^y<yy^ - 
7/3- ( p - *f-/P7i-/U ) 7 5 F - 3 - 9auA 
- 3 - -fe7xA - 4 - t))l#*> V— h -1.1 - 

itttisY (41) 

il-Sm (31) 350rag^SI^X^StTT-v^no^^>'l 
0ml CgjfWL. *JftT\ P " y7r.-;MfW/^ 
z/KyisfoTll'S-Jl' 307mg fttfWSCDIICl 181ng £flfl 
i, WttSHBttLfc. RJCSSti. SttfcMA-8 ( 1 ) fc 
R8kO«ft£L~. ■ffc-fttt (41 ) 424mg (69%) 
(2)4- p-y 7 x ^/M f /^///l'^ y^y y/H/i 

- ( p - *+)V7 x-/W 7$F-3-(5-((l- 
^/M^v^/l/ ) fh;)V-/l' - 4 - 4 /W ^;fr 

) y<^;l- - 3- t7xA-4 - ///ht^yi-b - 
1.1 - K (42) 

fb^ft (41 ) 350mg fc5 - 1 - */U;K*^ 



h 7/-^- 88m^ A^HJSWIA- 6 fcR&£>** 
fE*LT, fL£ft (42 ) 378rag (92%) 
[0064] ( 3 ) 4 - p - /Jil 7\i^> \<y> ^ - 7 
/3- ( p - ^f;l7x-/l ) 75 F- 3 - ( 5 - ( ( 
1 - a/Mf**/**/!/ ) rh7V-/l/ - 4 - Aib ) 
- 3- -fc7xA - 4 - #;1#*>'U-F 

- 1.1 - F (43) 

<fc&» (42) ttti*9Xf£X*J9uu*9V 

i.8mi &r/r-y-^'0.7mi itzmmttz. *?&t, hj 

t^HfflSffUfc, KlSWi. n - ^*V> 20ml <D+ 

tear, »ajU3t#*»*Ritti** ( ? ) . ?m 

yx^/kx-f;l' 10ml T*»U Brfli^Xfc-&ft (43) 
225mg (88%) 

NMR (DMS0-d6>£ : 2.36 ( 311 .s ) .4.12 .4.73 ( 2H . 
ABq. J=14.1Hz ) ,4.27,4.57 ( 2H , ABq ,J = 18.0 Hz 
) ,5.30 .5.39 ( 2H , ABq ,J = 18.3H z) ,5.32 ( 1H 
,d ,J = 4.8Hz ) ,5.42 ( 2H ,s ) .6.09 ( 1H ,dd ,J 

1 = 4.8Hz ,J2 =8.1Hz ) ,7.29 ( 2H ,d ,J = 8.1Hz ) 
,7.60 ( 2H ,d ,J = 8.1Hz ) ,7.77 ( 2H,d ,J = 8.1H 

z ) ,7.% ( 2H ,d ,J = 8.1Hz ) .9.07 ( 1H ,d ,J = 

8.1Hz ) 

IR (KBr) curl : 3419 ,1800 .1730 .1671 .1331 .1136 
[0065] ^fififflA-2 0 : fc£ft4 7 
( 1 ) 70- ( o - A h^y7x-;l' I 7SH-3- 

?DD^W - 3 - -t'7xA - 4 - v9 

T> y H - 1,1 - (44) 

it&fo (39) 5siBg ^aaRxr^JiaTc^oo^^v 

5.4ml 2.7ml fcjfflf Lfc. *»T. H 

U7/^oBB! 2.7ml ^STL. f^)44^aS-C30 

tt. i«ET«»L. BBttSttx— f/U 40ml ca^ 

, -ft^ft (44) 348mg (84%) Srt#?t, 
( 2 ) 4 - p - y7x^Mf/W^*'*y^>y/l'' " 
7/3- ( o - A h^y7x^ ) 75 K - 3 - 

- 3 - t7xA - 4 - ^'tf^l-— I- 1.1 

- F (45) 

ft^'tJ (44) 300mg Srg^xm^T-C^^on^^y 
10ml af»L. tK^T, p - y7x^/Mf/WM' 
3f i/Ky i;n>7H'3-lU 304mg .&^'WSCDHCI 153mg £ 

in*. lBftaStfU:. I8IIWA-8 ( l ) 

tnWMftiLXtt&h (45) 424ms <69»*f»fc. 
[0066] ( 3 ) 4 - p -> ; 7 x ^/U.>< 
vA/'y/L' - 7/3- ( o - .X h^-y7x^ ) 7 5 H 

- 3 - ( 5 - ( ( 1 - ^/t-^v^-^ ) fh7/- 
/U - 4- ^ ;U ) *it ) JX+fr - 3 - -t!7xi^ - 4 - 
//;M^v U— h - 1.1 - H (46) 

■ft'&ft (45) 330m^ £5 - ^/l^7°h- 1 - 

.>< ^/l-r h 7 81 . 3mg A^SQftM A - 6 t H*<J0 
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mftZLX it&Wl (46) 358ng (92%) 
( 4 ) 4 - p - *WJfy<>^ - 7/3- ( o-.X h^f 
) T 5 H -3 - ( 5 - ( ( 
) f-h?y-/P - A - 4>V ) ) **IV -i 
-b7xA - 4 - aiMMfS'l'-b - 1.1 - i^tf*^ 
F (47) 

•fb&ft (46) Sr. SHft#*SWSTfcT ^'7 na^y 
1.8ml ayr.-y-;W).7Dil *#JT\ HJ 

7/U*dIHB 0.7ml SrJp^.. WHSHBFU Sfflfc Lfc 
ttSWHBJWFW:. RJEJKti. EMix-f/P 20ml <o+ 

20ml TIMf'U Bf2*)fc£ft (47 ) 223mg (92 

%) 

NMR (DMS0-d6)tf : 3.93 ( 3H ,s ) ,4.13 .4.71 ( 2H . 



ABq ,J = 13.8Hz ) .4.38 .4.66 ( 2H ,ABq .J = 18. 3H 
z ) ,5.29 . 5.38 ( 2H , ABq . J = 1S.3Hz ) ,5.41 
( 211 ,s ) .5.49 ( 111 .d ,J = 4.8Hz ) ,6.48 ( 1H ,d 
d ,J1 = 4.8Hz J2= 10.5Hz ) . 7.20 ( 1H , t, J = 
7.5Hz ) , 7.22 ( 1H . d . J = S.lHz ) .7.58 ( 2H . 
d ...1 = 8.1Hz ) ,7.61 ( 111 ,dd ,.11 = 1.8Hz . J2 = 
7.5Hz ) , 7.96 ( 2H , d . J = S.lHz ) , 7.99 ( 1H 

, dd . J1 = S.lHz ,J2 = 1.8Hz ) ,9.23 ( 1H , d , 
J = 10.5Hz ) 

1R (KBr) carl : 3340 , 1801 . 1726 , 1656 , 1335 , 
1137 

[0 067] (HttWB)*df-^7xAR3*ft 
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/=\ OCH 3 

HO ~\ //~ CH 2 C0 ™KJ 




[00 68] 





R 5 1 




R 5 


B-l 


-COOCHPh 2 






R 1 


-COOPh 


B-7 


-COOCH3 


B-3 


-COOCH 2 Ph 


B-8 


-COOCO l Bu 


B-4 


-COOCH 2 CH 2 Ph 


B-9 


-COOCHjOCO'Bu 


B-5 


-COOCH 2 CH 2 OPh 


B-10 


-COOCH 2 OCOCH 3 


B-6 




B-ll 


-C00CH 2 -Q-^ 


B-l 2 


-CONHCH 2 COOCH 3 


B-19 


-C0N(CH 3 )CH 2 Ph 


B-13 


-CONHCH 2 Ph 


B-20 


-CONEt 2 


B-14 


-CONHCH 2 -QK 


B-21 


-COnT^O 
v / 


B-15 


-CONHCH 2 -^-CI 


B-22 . 


-conO 


B-16 


-CONHCHPh 2 


B-23 


-CON^ 


B-17 


-CONHCH(CH 3 )Ph 


COOCH3 


B-18 


-CONHteu 






B-24 


-COEt 


B-26 


-COPh 


B-25 


-co-H 


B-27 


-CO l Bu 


[*21 
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Rx 




RX 










B-28 


-F 


B33 


-COOH 


B-29 


-CH 3 


B-34 


-COOCH3 


B-30 


-OCH 3 


B-35 


-Ph 


B-31 
B-32 


-CN 
-N0 2 


B-36 












B-37 


-OH 


B-44 


-N0 2 


B-38 


-CH 3 


B-45 


-CF 3 


B-39 


-OCH3 


B-46 


-Br 


B-40 


-CI 


B-47 


-COOH 


B-41 


-CI (*Ac) 


B-48 


-COOCH3 


B-42 


-CN 


B-49 


2,4-CH 3 


B-43 


-CH 2 OH 














B-50 


-CH 3 


B-53 


•N0 2 


B-51 


-CI 


B-54 


-I 


B-52 


-Br 


[*3] 
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[0070] 




mmrnm 


Ry 


Rx 


B-55 


-COOCH3 


-H 


B-56 


-COOCH 2 CH=CH 2 


-H 


B-57 


-COOCH 2 Ph 


-H 


B-58 


-COOH 


-H 


B-59 


-CH 3 


3-CI 


B-60 


-CN 


-H 



1*4 ] 



QCH 3 
R,CONI-k= .,0 




mmm^ Ry 



[00 7 1] 



B-61 
B-62 
B-63 
B-64 
B-65 

B-66 



COOCH 3 

IIIIM- COOCH3 
— COOCH 3 

— CH 3 

— CH 3 
— CH 3 



Rx 



Rz 



-H 
-H 

3-CI 

3-CI 

3-CI 
3-CI 



CH 3 -^~ -CH 2 COOCH 2 CH=CH a 



-CHgCOOH 



/=x _OCH 2 CH 3 
B-67 -\J>.COOCH 2 CH=CH a 4-COOCH 2 CH=CH 2 -CH 3 



B-68 



-o 



COOH 



4-COOH 



[*51 
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/r^ ? CH 3 



B-73 



B-74 



B-76 



COOCHz-^J^ 
CH 



3 



Re 



B 69 



B-70 CI 



B-71 



B-78 



' N-N 



b-79 ?—\ /r 0 " 3 

N-N 

B-80 o= /H\# CH3 

1 N-N 



B-72 a-tT% Ml ^V C00Et 

CH 2 COOH 

S 3 B-82 - 



' N-N 



(pHaCHaCOOH 



B-83 



<pH 2 CONH 2 



N=N 



N 9H(CH 3 ) 2 

>=N \\ // 

H 3 C ' N-N 



B-77 886 ^-^^CH 2 COOCH3 

0 ' l G 



B-87 — N V-CONH 2 



[0072] [*61 
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CH 3 





Rt 


R u 


B-88 


-H 


CH a CO- 


B-89 


-H 


CCI 3 CO- 


B-90 


-H 


H- 


B-91 


-S0 2 CH 3 


H- 


B-92 


-CH 3 


H- 


B-93 


-COCH3 


CH3CO- 


[317] 
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Rv 




COOCHPh 2 N N 





Rv 




Rv 


B-94 


-CH 3 


B-99 


-CI 


B-95 


-OCH3 


B-100 


-Br 


B-96 


-CF 3 


B-101 


-I 


B-97 


-CN 


B-102 


-COOCH3 


B-98 


-N0 2 






\s*y iiL/ 








B-103 


-CH 3 


B-106 


-CI 


B-104 


-OCH3 


B-107 


-Br 


B-105 


-CF 3 














B-108 


-CH 3 


B-112 


-F 


B-109 


-OCH 3 


B-113 


-CI 


B-110 


-N0 2 


B-1 14 


-Br 


B-111 


-COOCH3 


B-115 
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OCH 3 

CHCONHK = 



Rw 




COOR 7 



Rw R u R7 



B-116 


-OH 


H- 


-CHPh 2 


B-117 


-OCH3 


H- 


it 


B-118 


-OCH3 


H- 


-CH 2 -^>COOH 


B-119 


-CI 


H- 


-CHPh 2 


B-120 
B-121 


-Br 

-COOH 


H- 
H- 


»» 

CH 3 


B-122 


N 3 


H- 


-CHPh z 


B-123 


=0 


H- 


11 


B-124 


=0 


H- 


-CH 2 -<Q>COOH 
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Rv 



ONK " 



OCH 3 




COOR7 



_Bv_ 



B-125 
B-126 

B-127 
B-128 

B-129 
B-130 

B-131 
B-132 
B-133 
B-134 

B-135 



2-OCH 2 CH 3 
2-OCH 2 CH 2 CH 3 

2 - OCH <C H H 3 3 
2-OCH 2 CH<^ 

2-OCF3 
2-OCOCH3 

2-OPh 
2,3-0CH 3 

2,5-OCH 3 

.2-pCH20CH 3 .... 

2-OCH3 



-CHPh 2 



-cH 2 <r) 

._.COOH 

-CH 2 O" C00H 



B-136 
B-137 
B-138 
B-139 

B-146 
B-141 
B 142 

B-143 
B-144 
B-145 



2-OCH3 
2-OCH 2 CH 3 

2-OCH 2 CH 2 CH 3 

2 -° ch <ch: 

2-OCH 2 CH< 



2-OCF3 
2-OCOCH3 

2-OPh 

2,3-OCH 3 

2,5-OCH 3 



CH 3 
CH 3 



[0076] 
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B-146 


2-OCH 3 


B-147 


2-OCH 2 CH 3 


B-148 


2-OCH2CH 3 ,3-OCH3 


B-149 


2-OCH2OCH3 


B-150 


2-SCH3 


B-151 


4-CH3 



B-152 


2-OCH3 


-H 


B-153 


2-OCH2CH3 




B-154 


2-OCH 2 CH 3 ,3-OCH 3 


i» 


B-155 


2-OCH2OCH3 


11 


B-156 


2-SCH 3 


M 



[0077] ±8E5Wt«ft**BK:ov^T . x^mm 



m 



B-3 




HO<TY 



COONa 



y> 



±IEt I- 'J ^AtS ( 530Bg , lmmol ) ^DMF (2.65ml ) ?M 
(CJRfLO'^A- (0.13ml. 1.1m mo I ) W&ZXl 



C0OCH,Ph M-,^ 

TltbtbLT. (600pg,HK*100%) iWtt: 

[00 781 SttfclSB - 14 
[ ft 1 0 ] 
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HO 



OCMj 



±Mfi)lX>i& (191mg,0.4mmol ) OTHF (lral ) ffiffi 
7K^T l BuC0Cl (59//1, 0.48m raol) . HJX*n^ 
(56/tl. 0.4ramol) *JPi. Hffl»CT 18*08! 
ftL£* N-^fWWJy (44/tl, 0.4mmo 

1) % p-7on\>'y/PTS >' ( 46ac1, 0-4mmol ) SriU 

2.9flHMBFLfc. Risa^*t««H!+Ka?a 

N 

±!E#/I"-K>-K (191ng.0.4n mol ) COTHF (2ml ) jgjR 
vK^T^BuCOCl (59z.il, 0.48m mol) . h'JXf/l- 
T^y (56>nl, 0.4mmol) Hffl*(CT 1B*HM 

#Ufc. -55CC-C3^*-*I (76.2mg,0.4ni 

mol ) , 2M/L EtMgCl/THF (0. 2ml ,0.4mmol ) 8jfffi£Al 



J N 




CH, 



.tie-M- 'J^Alg (212rag.0.4mmol ) ODMF (1.0ml) i§ 
jgta -7'DA-m-JfvU> (59.4jttl. O.44mmol ) £JJD 

^j^BSX^/l't-tttB LT . S ML£» ( 216mg, HX$93 



±IE-)- 1- Li ^Alfi (249n«.0. 47nimol ) CODMF ( 1.0ml ) 
« -*ft7 x -)\&W [ J -/HXfiP ( 200ms. 0.7 

immol) max.. m®£xmffi&ftit:. %.im&fo 

y,l< 9 D7 1- (C ± 0 fgftl LT a W fb^rft ( 293mg . «¥96 
%) 

[0082] gjjMlnl 1 




t o o 7 9 1 mmmB - 2 4 

Hfcll] 



[0080] ^SSffllB-3 8 
[fbl 2] 





CH 3 



%) Srflfc. 
[0081] 

[fbi3] 

COOCHPh li ^ 

coochtth-ch N 
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(30) 



ftWPl 0-8 74 9 3 



Hfcl 4) 



o 



CHjCONI 



OCHj 




HIIW B - 3 S fl^tt ( 20g . 30mmol ) ttttft* * ^ >' 
(210ml) /SMS (105nl) a^HWtKV^^A (5. 
83g.240mmol ) &30-35T;KT3B^jWTfln;l . lg(C|Bl 

^ Xx 




Kxapy^f-UV (3.03g.6.5mmol ) ^aflyfl^^ (3 
0ml ) iigCfJi/'y (0.79ml, 9.75mmol) , hU?P 
DT-fef/^n?^ H ( 1.09ml, 9. 75nimo 1 ) SttK^TJO 

safci.5«piaflii*b3t, Rea***«B»c 

A*«T8fe»Lfc. f»fcft*hy?onT*f-/l4fc (4. 
44g) Cty&itt+^y (40ml) ^fc^O^tfJSFF, 
^H«ftK3R*iR (1.17M/L, S.33nl .9.75dk>1 ) Sin 

i. ass«5vr (3oow) ■cHiBKt'Co.5i*iasitu 

fc* £te»:>^0^>'f>' ( 0.343ml, 3. 9mmol ) £flP 




ggffcffll B — 7 6 ( 150ng. 0. 3mmol ) dOT-fe h - 1- 

■J/U ( 1.5ml ) Sffit5-^^*r h-rh 5 % /-/W-BHfi 
(63nig,0.36mmol ) , y\— >y tig2£ (Hunig base 10. 5/* 
l, o.Gmmoi) Sr*ATliai0.5B*iaHfffL3t* RJES^ 



OCH, 




df-y^V-U-y (6.57g,lR*47%) M±Hji: L/C 

3-^f-/U (HMIJB-7 5 . 4.53 g, 08*32.4 %) &ft 

[0084] 

[fl:i5] 



CHpOMB^J 0 " 5 Q 




'Jj^y (0.84ml. 9. 75m mol ) arJjUX.lC'C. g&ftl^*^ 

Ar;QWf^7t h — hUA- (67.4ml) 
gSftSTkiS-t- 1- 'J ^-MQgjft (682mg.8. 13mmol /30ml ) Sr 

^ISx^/UT'ttajL. KWfc^Hi (3.55g.JR*100 
%) 

[0085] ^ffllB-89 
C fLl 6 ] 





?o-?MC-C»«LT1W«J (93mg. 11X^48%) 
[ 0 0 8 6 ] jgtfegi]B-9 5 

[fbi 7] 
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(3 1) 



«WP1 0-87493 




hy^D^T-bf-^X^fV^f-Uy (3.14g,5mmol) ^ 
WL**VV <62.Sml) . *$J—i\s (31.4ral) S«t 

>\**/l'X/l'7 4 F ( 3.67ml. 50mmol) SrjQ^ 




CH 3 

5-fL£l*J (307mg,0.5m mol ) tftfSfcXf-l/ 
> (3ml) h^^y-^ (0.8ml) fi^giSC MM* 
/py'J^y'T/^^^ (2M/L n^*1f yjg«K>.5il , In 
mol) £Jn£S?BKTli^fiii¥ Lit* RJCSKSrStBUfc 

^-McflftR (63rag,0.75mmol/lml) $rJoiSiaC"Clll*H 



COOCHPh, 



7-* b^>.75>' (5.08g,10m mol ) ^JsfL^^y (1 
00ml) *iKt*^T. trilby (1.62ml,20m mol ) . 2- 
^b-HAyy , ^/k / /07-'( K (2.01ml, 15mmol ) SrflO 



COOCHPh a 



2-Xh*v-$,MHK (2.26ml.l5nmol ) C?y&ik;A^V>' 
(80ml ) »}SKI*aft^>DMFf:*^-«f U/P^o^^f F 
(1.31ml.l5mmol ) &mSit'tDi.3^ra1S#L7-c, tf^T 

7k#T\ t°'J^y (2.43ral.30mmol ) .7-.XF*>'7 5y 
(5.08g.l.0mmol) £2)D;c. HiBffiTSBftSL SSTWpI 

Mtf L tz * RJE»^8:**«fc:a: ?a**Wtx * V y 




•fLXf-UyttajLTBW-fk^ft (3.13«.IR*100K) 

[0087] 
[ftlS] 



COOCH, 




L , v 'J * fiV9 0-7 htli LT BtfHfc^flj ( 136ms. 

[ o o s s ] 1 5 

[fcl 9] 




fi<Mfc-&8l (4.49g,JR^70%) £f£?t. 
[0089 ] gftfllB- 1 3 1 
Hfc2 0] 



,OCH;|CH, 




(4.288.8*651) *rf#?t, 
[ 0 0 9 0 1 jgjtWB-14 2 
Ht2 1 ] 



Patent provided by Sughrue Mioru PLLC - http^Awww.sughrue.com 



(3 2) 



»HPF 1 0 - 8 7 4 9 3 



OCHaCHj 




COOCHPrv. 



OCHjCHj 



HTfcg'ffcr/l'S-^A (4. 43g,33. 3m mol) <7)T-V- 
IV (128ml) ii?l(C -2TCC"TSatWB- 1 3 lft-Sfli 
(4.28g.6.51m mol) (KWCtlrW (20ml) il&iS&Sn 

-ire — wcx-mmmit:, Re»£»&a* 

•J ^A7K)MtT BWfl:att«:*fc:<6}834*\ ^^T'Pll 
■3.HCTIIfllx*-/ketttii Lfc. '&L>ixtzA-ti)l X>m 
* (2.91g.lR*91%) 0.9S3g(2mmol) SrM&fc^ 

h 'j j*wm (i68mg/25mi) izmmttzm. 



miX%<?)i~h>J<7J>i& (1.05g.JR*8O£) 4- 
T'nA^/I^SSg? (258mg.l2mmol) <DDMI (1ml) if 
jftfcBSA (297;.<l,12mmol ) £D\\iMSiX'<iB1ftM.lt:<. 

( 480mg. IR$3S. 4% ) . 
[009 1] mWMB- 1 5 7 
[ ft2 2] 




3-?o;Mf /M* (27.35g.50mmol ) . 
h 5 /-/t'-l-T'n ftf Xfig (8.81g. 55mmol ) <7)T-t b 
r. b (205ml ) if *&T h 'J x*/U7 5 >' (1 
5. 33ml. 110m mol) £j»TLT, HaKtCTlKHSfflH* L 

I. l-T\--rr-l\rt***-)\>% ( 38. 69g. imuooz ) 
tfl/S. HftKttlfl^^W^ (235ml) Ci§»§tf7 
VJVTA'I— A' (5. 14ml.75mmol ) . 7i-/^*7 
X^n'Jr-f h (10.68ml,71.5imnol) tUt. -40- 
-50"C(CTN-^< f^t/P* U >' ( 15.72ml , 143iranol ) Sr 

x^tiih.T. I , SKBiR*IS*lKII**^ I- 'J 

<0BHX.*t\/M* ( 36.41s. C^IOOK) -KOB 
Hl^f4# <35.41g.4S.7mmol ) ^7X/-/1 (91.6 



g) (CifftlL . 45"C(Ct: i flS (9.25nl.244mmol > ZMi 

1- y «iK:ara*Pi!xf-;i/-ca»L.fc. 

I^SS**-^ h 'J -7^7K?§ig£Pll=4.5fc Lfctt. ifflftx 
-?-/l-T*aiLT4-^A *>S* (12.8g.CifS48.32) & 
|5]» (16.33g.30mmol) *0*K*3Bf- h 'J ^jU 
**§fg (2.52g/30ml) iZ'&MZV. W&%MlX1-\- 
(16.288) £f»fc. PWMtfcDMF (83ml) fcjg 
ft?^4i:a-7'Dt-m-df>'U> (5.27g,39mmol ) *1NIM& 

iStc a «&*B«x*-/l'-C8£Jf» U x 'J ii ?)V7 a 
7b-Ctt«LTB&Wt:£8j (12.Qg.WP61.5Z) 

f 009 21 52 
[fc2 3] 




CH,COCCH,CH-CHj 



,PCH 3 



N 



J 3 — 1 5 7 fb£ft (1.43g.2.2mmol ) *>*ffc-** 
U>' (14.5ml) mmz. ft&TWi'y (0.32ml, 3.9m 



^HaCOOCHaCH-CHa 




mol) . T\MtV)y (0.76g.3.4Smmol) ^JD/L. Mi&iZ 
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(33) 



0-87493 



J-)V (16.5ml) WZfcmAtoM&mTLMk* ##T3 
■*BBjHfL-3t* > v x^/l/7 5>' (1.4ral) Sr-25 35*C 

(BLT*feftfc7-T5y# (1.45s) *3ltf«HL*f-I' 
y (14.5ml) fcjgjff. TK^TtT'Jvy ( 0.35ml. 4. 4mmo 
1) . 2-* h O 54 K (0.3ml.2.2mmol ) 



T B KHteft ( 0 . 86g , 1R*5« ) £ Wz . 
[009 3 1 SBtfflB-1 .58 

OCH, 



CH^COOH 




HSfifflB- 1 5 2 (k-^ft (0.80g.l.2mmol ) £M%lt: 

-f iS'JJ* ( 69mg. 0. 06mmol ) . h 'J 7 x X/M>.X 
7 -f > (32mg. 0.12m mol ) £ fln^SfitTlO-frfiWS. 
t°0'J> ; >- (0.102ml, 1.22mmol ) *:Sn;t[fi]i&]gfc"C30ft 



iHL-T. BAWfc^ft (0.65g.lR*86.77„) 

[0094] ±iaiae(«B<t^«j<^njaT-^*OT<z) 

[*H] 
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I R (v cm' 1 ) 



B-2 



CHCI 3 

3580,3400,1780,1730.1690 



B-3 



B-4 



CHCI 3 

3580.3400,1780.1710.1690 



B-5 



CHC! 3 

3580,3400,1780,1720,1690 



B-6 



B-7 



CHC1 3 
3400,1780,1720,1690 



B-8 



B-9 



CHCI 3 
3590,3400.1 785,1 750,1€ 



B-10 



CHCI3 

3590,3400, 1 780, 1 730, 1 690 



B-11 



CHCI3 

3590,3400.1780.1705.1690 



B-12 



B-13 



0HO 3 

3590,3400,3300, 1 750, 1 690 
1670 



CHCI 3 

3590.3400,3300, 1 760, 1 690 
1660 



CDCI a 



CDCU 



COCI3 



CDCI, 



CD3OD 



CDCI 3 



CDCU 



CDCI 3 



CDCI, 



CDCI3 



CDCI, 



CDCI 3 



H 1 -NMR (6) 



3.47(S,3H).3.57(S,2H).3.8S(S,3H).4.22,4.33 

(ABq,J=l7.0Hz,2H),4.54,4.70(ABq,J=19.5Hz 

2H),5.10(s,1H),6.55-7.50(m,11H) 



3.45(3 ,3H),3.56{s,2H},3.87(3,3H),4.23{s.2H) 
4.47,4.64 (ABq.J=17.5Hz,2H},5.01 (5,1^,5.30(5,2^,6. 
23 (br , 1 H) ,6. 73, 7 .07{ABq, J =8 .0Hz 
4H),7.30-7.50(m.5H) 



3.04(t,J=7.0Hz,3H),3.48{5,3H),3.56(s,2H),3.87 
(8,3^,4.18(5,2^,4.40-4.60^2^,4.40,4.61 
(ABq.J=19.5Hz.2H) l 5.00(s l 1 H).6.57(s. f H)A@ 
6.72.7.06(ABq.J=8.0Hz.4H).7.20-7.40(m.6H) 



3.43(s,3H),3.54(s.2H).3.78(s,3H),4.25(m,4H) 
4.4S,4.63(ABq,J=35.0Hz,2H),4.60<m,2H} 1 5.00 
<S,1H),8.51(s,1H),6.72,7.05(ABq,J=8.5Hz,4H) 
6.85-7.35(m,6H) 



3.47(s,3H),3.54(s,2H),3.93(S,3H).4.22,4.33(ABq 
J=13.0Hz.2H).4.58.4.63(ABq,18.0Hz,2H) 
5.05(s,1H),5.28,5.39(ABq,J=13.5Hz ( 2H) 
6.78,7. 12(ABq,J=9.0Hz,4H),7.30-7.60(m,4H) 



3.48<S,3H),3.56(S,2H).3.87(S,3H),3.91(S.3H) 
4.26(S,2H) .4.48 l 4.64(ABq,J«18.5Hz,2H) l 5.03 
(S,1H),6.62(s l lH) I 6.69(5 ( 1H) I 6.72,7.07(ABq- 
J=9.0Hz,4H) 



t.28(s,9H),3.48(s,3H).3.58(s,2H),3.92(s,3H) 
4.23(s,2H),4.49.4.77(ABq,J=29.5Hz,2H),5.04 
(s,1H),6.46(S,1H) 1 6.75.7.08(ABq r J=8.5Hz,4H) 
7.30(S,1H) 



1.22(s,9H),3.45(s,3H),3.55(s,2H),3.9l(s,3H) 
4.23(s.2H).4.49,4.66(ABq,J=19.5Hz,2H),5.02 
(S. 1 H).5.87(S.1 H).5,85.5.97(ABq,J=4.5Hz,2H) 
6 73,7.07(ABq,J=8.5Hz,4H) 



2.14(s.3H) I 3.46(s,3H),3.55(s I 2H),3.49(s,3H) 
4.22,4.27 (ABq. J-1 6.0Hz,2H),4.49,4.66(ABq 
J=l9.5Hz.2H).5.01(s,lH),5.84,5.96(ABq,J=6.0Hz,2H). 
6.35(br > 1H) > 6.40(s.1H),6.74.7.OB{ABq f J=8.0Hz.4H) 



3.46(s.3H).3 v 55(s,2H),3.78(s,3H),4.22(S,2H) 
4.46,4.64(ABq, J=20.0Hz.2H).5.01 (s, 1 H) 
5.46(s.2H),6.1B(br.1H),6.40(s,1H).6.73.7.07(ABq.J=8. 
5HZ,4H),7.46-7.91 (m,7H) 



3.50(s 1 3H>,3.57{s.2H).3.77{s,3H),3.89(s,3H) 
4.10(d.J=4.7H7.2H).4 21 4.38(ABq,J=13.5Hz 
2H).4.53,4.67(ABq,J=1B.5Hz.2H).4.94(S,1H) 
6.43(s,lH),6.75,7.07(ABq,J=8.5Hz,4H),8.63 
<t,J=4.7Hz,lH) 



[0095] 



3.46(S,3H),3.57(s.2H),3.88(S,3H),4.23.4.40(ABq,J=l2. 

5H2,2H),4.52(d t J=5.5Hz,2H),4.54 

4.68(ABq,J=18.0Hz,2H),4.94(s,1H),6.28(S.1H) 

6.76.7.08(ABq,J=8.0Hz,4H),7.25-7.40(m,6H) 

8.44(t,J=5.5Hz,1H) 

imi 2 7" 
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IK (v cm' 1 ) 


; H 1 -NMK (<5> 


B-14 


CHO, 

3590,3400,3300, 1 750,1 690 
1660 


'■ 3.47(s.3H).3.57(s,2H),3.89<s,3H},4.25.4.36(ABq,J= 13. 
; 5Hz.2H).4.49(d,J=5.7Hz,2H),4.5B 
CDCU • 4.6C(ABq,J=l3.0Hz ( J>H),4.93(s,1H) ( 6.32(u.lH) 

• a -re T ni/ADn 1 O PUT JU1 ft QQ 7 ?fifARfl J=fi QHZ 4 

• 6.75,7.07(ABQ,J=8.0nZ.4nj,o.33, / .£oirvDv|,o-u.ui u.,** 

• H),7.35(3.lH).8.48(t.J«5.7Hz,lH) 


B-15 


CHCfe 

3590,3400,3280, 1 750.1 680 
1660* 


J 3.46<S,3H),3.57(S.2H),4.11M^ 

„ • 0Hz.2H).4.4B<d.J=6.lH2,2H),4.55 

CDCI a . 4.67(ABQ.J=18.0H2.2H),4.93(S.1H).6.36(S,1H) 

! 6.50(bf,1H),e.70-7.35(nn I 8H),8.55(br,lH) 


B-16 


CHCI a 

•\cqti 3975 1 7SS 1 680 


I 3.46(s.3H).3.58(s.2H).3.B7<S.3H).4.22.4.34(ABq.J=14. 
; 0Hz,2H),4.55,4.69(ABq>18.5Hz 
CDCIj . 2H),4.92(e,lH),6.28(dJ=5.GH2,lH), 0.78.7 09 
J (ABq,J=6.0Hz,4H),7.20-7.50(m.l2.0H),6.93 
j (dJ-5.6Hz.lH)' 


B-17 


CH0 3 

3690.3400,3280,1 766, 16G0 
1660 


: 1 52(d.J=6.6Hz ( 3H),3.49{s3H).3.57(5,2H),3.84(s.3H),4 
! .24{s,4H} .4.56.4.61 (ABq,J=19.5Hz,2H) 
COCU : 4.94(5,1^,5.11(111,1^,8.37(5.1^.645(^,1^ 
; 6.76.7.07(ABqJ=8.5H2 1 4H).7.20-7.45(m.5H) 


B-18 


CHOj 

3580,3400.3300.1 750, 1680 
1660 


1 l.40(s.9H) t 3.48(s,3H).3.58(3.2H).3.S2(s.3H) 
I 4.19.4.37(ABq,J=13.5Hz.2H),4.50,4.64(ABq 
C0C, 3 ; J = 20 0Hz,2H),4.90(s,1H).6.26(s,1H).678. 
; 7. 1 0(ABq,J=8.5Hz,4H),7.88(br, 1 H) 


B-19 


3690.3400.1780.1690.1640 


: 2.98.3.03(m,3H).3.34,3.4Glm 1 3H),a56O,2H) 
I 3.85.3.fi8<m.3H).3.90-4.00{m.2H)A40.4.44( 
CDCl3 : m,2M).4.54,4.87(ABq I J-14.0Hz.2H).4.ai,4.83 
j (m,lH),6.50-7.50(m.11H) 


B-20 


CHd 3 

3590,3400, 1 780, 1 690, 1 630 


: 1 .10-1 .40(ni,6H).3Ub^.eO(m.9H),3\9b^4.66(m,5HV4.4 
COCK i 2(S,2H),4.78(S,lH),S.15-5.22(m 

: lH),6.51-6.60{m,1H),6.70-7.20(m,4H) 


B-21 


CHCla 

3580,3400,3300,1780.1690 
1635 


: 3.48(s.3H).3.56(s.2H),3.90(s.3H),3.50-4.00 
CDCl. : (m.BH),3.91,4.11(ABq.J-14.0Hz.2H),4.31 
1 j (s.2H).4.77(s.lH),6.45(sJH).6.85(br.1H) 
• Q.73,7.07(ABq,Jie.5Hz,4H) 


B-22 


CHCI 3 

3590,3400 , 1 780. 1 690, 1 620 


rnrL : 0-3.70(br 1 4H),3.89.4.28(ABq,J= 

CDCb : 16.3^,2^,4.44(5.2^,4.88(5,1^,6.68(5, 

! lH).6.75.7.07(ABq ( J=8.0Hz.4H) 1 7.35(br.lH) 


0-23 


CHCI 3 

3580,3400,1 780. 1 740 . 1 690 
1640 


; 2.05-2.40(m.4H).3.44(m.3H).3.50(m.2H).3.56 

r»r»r»i * / oi_ii n •jfjim U-Tl 'X Qf)/m 3 70-4 00 (m 

LUCI3 • im.ZHJ.O./c^ni.oMJ.J.yUvrn.ori^o.rw— t-w|'ii 

j 2H).4.S6(m J 3H),6.07(fn.1H).6.7D-7.10(m.6H) 


B-24 


CHCI 3 

3580,3400,1 775,1 690. 1600 


! 1 .23(m.3H).2.60-3.25(m.2H).3.50(3,3H),3.56 
j {9 2H) 3 90(s,3H),4.0B(s.2H),4.47.4.66(ABq 
CDC, 3 : J=17.0H2.ZH).5.05(S.1H),6.39(3,1H) ( 6.74 
• 7.00{ADq,J-B.OHz,4H} 


B-25 


CHCI 3 

' 3580.3400.1780.1690,1600 


! 1.24l.38(m.6H).3.50(S.3H).3.50.3.67tABq 
; J=i6.0Hz.2H).3.90(s.3H) 1 3.94(!: < 2H),4.44 
CDCIj ; 4.55(ABq.J=l5.5Hz.2H).5.l1-^.20(m.2M) 
: 5.30(3, 1 H) .5.90-6. 1 0(m. 1 H) .6.61 ,7.00 (ABq 
; Jr8.0H*.4H).7.1G(br.lH).7.49<tjr.lH) 


B-26 


' CHClj 
3500,3400,1 780.1 690, 1665 


! 3.35(r,,3H).3.53(<1.J34.5H2.2H).3.87(S.3H).4.01 
' 4 17(A8q,J = 14.0Hz.2H).4.60.4.68(ABq,Jol7.0Hz,2H) 
CDC1 > • .5.23(S,1H).6.75IS.1H).6.59.7.05 

; (ABq.J=U.5Hz.4H).7 4O-7.00(m.6H) 


B-27 


CHClj 

3500.3400. 1780, 1 730, 1700 


: 1 24-1 3O{m.9H),3.46(r„3H),3.56(S.2H).3.90(S.3H),4.2 
_ ' 4(s.2H).4.51.4.74(ABq,J-19.0Mz.2H) 
CDCU, j s04(3 jH),6 56(S.1H).6.73.7.07(ABq.J-8.0Hz 

: AH) 



[0096] 1*131 



Patent provided by Sughrue Mion, PLLC - http://www.sughrue.com 



(36) 



tmW- 1 0-87493 





1 R cm ' ) 




II 1 -NMR ( d ) 


B-28 


CHCI 3 

3590,3400, 1 786, 1 620, 1 590 


cnci 3 ; 


3.45($,3H),3.55(s,2H),3.88(S.3H),4.23(S,2H) 
4,47,4.64<ABq ,J=20.0Hz,2H) ,5.00(5,1 H),5.22 
5.28(ABq,Jo13.0Hi,2H) l 6.20(s,1 H),6.3(s,1H) 
6.74,7.06<ABq,J=9.0Hz,4H),7.00.7.50(s,4H) 


B-29 


CHCI3 

3580,3400, 1 780, 1710,1 690 


CDd 3 i 


O nA/o 1\ O AC ia *3 C^/e Ot-A 0 nA/« TH\ 

2.34(3,3n),3.45(S,ol IJ.J.^S^nJ.J.oulS, 

4 .22(S,2H) ,4.45,4.62(ABqJ= 1 9. 0Hz,2H) 

5.00(s,lH),5.25{s,2H),6.53(s,lH) f a58(br,lH) 

6.72 1 7.06(ABq f J=9.0Hz.4H),7.15,7.32(ABq,J=8.0Hz,4 

H) 


B-30 


CHCI3 

3590,3400,2840, 1 700, 1715 
1690 


CDCI3 


4.23(S,2H) ,4.47,4.65{ABq,J=19.0Hz,2H) 
5.01{s,1H),5.26,5.29{ABq,J=13.5Hz^H),6.23(bMH),6. 
40{s,lH),6.73.7.07{ABq.J=8.0Hz,4H) 
6.80-7.40(m.4H) 


B-31 


CHCI3 

3580,3400,2220,1780, 1720 
1690 


CDCI3 


3.45<S,3H),3.56(S^H) I 3.89(s,3H) I 4.ie,4.31(ABq 

J=14.0Hz,2H),4.51A64(ABqJ^18.0Hz,2H),5.01(s,lH), 

5,26,5.39(ABq,J=12.5Hz,2H).6.48(S,lH) 

6.65(br,1H),6.74,7.07(ABq,J=7.5Hz,4H),7.64,7.58 

(ABq,J*a0Hz,4H) 


B-32 


CHCIg 

3590,3400, 1 790, 1 720, 1 690 
1510,1350 


CDCIg 


3.47{s,3H),3.57(s,2H).3.91(s,3H).4.22.4.30(ABq 

J=11.0Hz,2H),5.02{6,lH),4.62,4.69(ABq,J=21.0Hz,2H) l 

5.93{S ) 1H),5.30,5.46(ABq T J=14,5Hz 

2H),6.25(S, 1 H),6.76,7.1 0(ABq,J=8.5Hz,4H) ,7.65 

8.22fABq,J=:9.0Hz,4H) 


B-33 


KBr 

1765,1720,1615 


CDCIg 


3.44(s,3H),3.54(s,2H),3.93(S.3H),4.27(S,2H) 
4.56,4.62(ABq,J=20.0Hz,2H),5.35(s,lH),e.78 
7.12(ABq,J=8.5t1z,4H),7.53,B.04{ABq,J=a0Hz 
4H) 


B-34 


CHC! 3 
3580,3400,1780,1710 


coo 3 


1 3.46(s,3H),3.56(S.2H).3.88(S,3H),3.92(S.3H) 

: 4.22,4.27 (ABq,J=1 3.51-^,2^,4.49,4.65^69, J= 

; 1 9.0HZ.2H) ,5.02<s, 1 H}, 5.30,5. 38 (ABq,J=1 5.5Hz 

; 2H) ,6.45{br , 1 H) ,6.49(S, 1 H) ,6. 74, 7.07(ABq,J =8.5Hz,4 H 

; | .7 .51 ,8 02<ABq.J=3.5Hz.4H) 


B-35 


CHCI 3 
3590,3400,1780,1700 


CD0 3 


- 3.46(s,3H),3.55(S 1 2H),3.86(fi,3H),4.16,4.22(ABq 

♦ J=14.0Hz,2H|,4.45,4.65(ABq,J=19.0Hz,2H),5.01(S.lH), 

I 5.23,5.31 (ABq, Jo1 3.0H*,2H),6. 1 5(br, 1 H) 

' 6.39(3,1 H),6.73,7 07(ABq 1 J=8.0Hz,4H),7.30-7.70 

! (m.9H) 


B-36 


CHCI 3 
3590,3400,1785,1700 


CDCI 3 


: 1 .31 (s,9H),3.46{6,3H) ) 3.56(s,2H) 1 3.87(s,3Hl 

! 4.20,4.26(ABq,J=1 3.5Hz,2H),4.46,4.61 (ABq, J- 

• 19.0Hz,2H),5.0C(s,lH),5.27,5.29(ABq,J=1 2.0Hz 

I 2H],6.35(br,1H).6.3g(S.1H}.6.74,7.07(ABq i J=8.5Hz.4H 

; },7.38(S,4H) 


B-37 


CHCI3 
3560,3400,1780,1700 


CDCIg 

/CD 3 OD 


I 3.46(s,3H),3.53(s,2H),3.91(s,3H).4.22.4.26 

: {ABq,J=14.5Hz,2H).4.52,4.61(ABq,J.18.5Hz 

; 2H).4.99(S.lH).5.24(S,2H),6.77.7.07(ABq,J=9.0Hz,4H), 

; 6.70-7.30(m,4H) 



[00 97] 1*14] 
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(37) 



ttPtfW 1 0-87493 





] R ( v cm' 1 i 




H 1 -NMR ( <5 ) 


B-28 


CHCI 3 

3590,3400, 1 785, 1 620, 1 590 


CDCb 


3.45(S.3H),3.55(S,2H),3.88(S,3H),4.23(S > 2H) 
4.47.4.64(ABq 1 J»20.QHz t 2H),5X»<S.1 H),5.22 
5.28(ABq,J= 13^2,2^,6.20(8,1^.6.3(3,1^ 
6.74,7.06(ABq,J=9.0Hz,4H),7.00-7.50(S,4H) 


B-29 


CHCIg 

3580,3400,1780.1710.1690 


CDCI3 


2.34(5.3^,3.45(5.3^,3.55(8,2^,3.86(5,3^ 
4.22(S,2H) ,4.45.4.62(ABq,J=19.0Hz,2H) 
5.00(s,lH) ( 5.25(s,2H),653{s l 1H) l 6.58(br l lH) 
6.72,7.06(ABq,J«9.0Hz 1 4H),7.15,7.32(ABq 1 J=8.0Hz,4 
HJ 


B-30 


CHCI3 

3590,3400,2840 , 1 780. 1 71 5 
1690 


CDCI3 


3.46(3,3^,3.56(5,2^,3.81(5,3^.3.87(5,3^ 
4.23(s,2H) ,4.47,4.65(ABq,J=1 9.0Hz,2H) 
5.0l(s,lH),5,26,5.29(ABq,J=13.5Hz,2H),6.23(br,lH),6. 
40(9.lH).6,73.7.07(ABq,J=8.0Hz,4H) 
6.80-7.40(m,4H) 


B-31 


CHO, 

3580, 3400, 2220, 1 780, 1 720 
1690 


CDCI 3 


3.45(s,3H),3.56(s,2H).3.e9(s.3H).4.18,4.3l(ABq 
J=,14,OHz,2H),4.51,4.64(ABq,J=18.0Hz,2H},5.01 (s,1H), 
5.26,5.39(ABq,J=12.5Hz,2H).6.48{s,1H) 
6.65(bMH),6.74,7.07(ABq,J=7.5Hz,4H).7.64,7.58 
(ABq,J=8.0Hz,4H) 


B 32 


CHCI3 

3590,3400,1790,1720,1690 
1510 1350 


CDCIg 


3.47(S.3H),3.57(S,2H),3.91 (S,3H),4.22,4.30(ABq 
J=1 1 .0Hz,2H) ( 5.02(s I 1H>,4.52,4.69(ABq.J=21.0H2.2H). 
5.93(s 1 1H),5.30,5.46(ABq ) J= 14.5Hz 
2H),6.25(s,1H),6.76 l 7.10(ABq,J=8,5Hz,4H),7.65 
8.22(ABq,J=9 0Hz,4H) 


B-33 


KBr 

1785,1720,1615 


CDCI 3 
/CD 3 0D 


3.44(S,3H),3.54(B,2H),3.93(s,3H),4.27(s,2H) 
4.56,4.62(ABq,J=20.0Hz^H),5.35(s,1H) t 678 
7.12(ABq,J=8.5Hz,4H],7.53,8.04(ABq,J=8.0Hz 
4H) 


B-34 


CHCI 3 
3580,3400,1780,1710 


CDCI a 


3.46(s,3H) ,3.56(s,2H) ( 3.88is T 3H),3.92<s,3H) 

4.22,4.27{ABq,J=13.5Hz,2H),4.49,4.65(ABq,J= 

19.0Hz l 2H) l 5.02(s,lH),5.30,5.38(ABq.J=15,5Hz 

2H) l 6.45(br,1H),6.49(S,lH),6.74,7.07(ABq 1 J=8.5Hz,4H 

),7.51,8.02(ABq,J=8.5Hz,4H) 


B36 


chct, 

3590,3400,1700,1700 


CDCI3 


3.46(6,3Hj t 3.55(s l 2H),3.86(s,3H),4.16,4.22(ABq 
J^14.0Hz,2H),4.45.4.65(ABq,J=19.0Hz,2H},5.01 (S,1H), 
5.23,531 (ABq.J=13.0Hz,2H) T 6.15(br.lH) 
6.39(s.lH) 1 6.73,7.07(ABq.J=8.0Hz,4H).7.30-7.70 


B-36 


CHCI3 
3590.3400,1785.1700 


CDCI3 


1.31(s.9H).3.46(S,3H).3.5S{s,2H) l 3.87(s,3H) 

4.20 l 4.26(ABq.J=13.5Hz,2H).4.46.4.61(ABq.J^ 

19.0Hz,2H),5.00(s l lH),G.27,0.29(ABq,J=12.0Hz 

2H),6.35(br,lH).6.39(s,1H),6.74.7.07(ADq,J=8.5Hz,4H 

),7.38(S,4H) 


B-37 


CHCI3 
3580,3400,1780,1700 


CDCI3 
/CD3OD 


3.4G(S,3H).3.S3(S,2H),3.91(s.3H) ( 4.22,4.26 
(ABq,J=14.5Hz,2H),4.52,4.61 (ABq,J,18.5Hz 
2H).4.99(S,lH),5.24(S,2H),6.77,7.07(ABq,J=9.0Hz,4H), 
G.70-7.30(m.4H) 



0098] t3U 5] 
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(38) 



mrm 10-374 9 3 





I R {v urn" 1 ) 




H l -NMR (<5> 


B-50 


CHCI3 
3580,3400,1780,1700 


CDCI 3 i 


2.38(s,3H),3.44(S,3H),3.55($,2H),3.86(s,3H) 
4.22(s,2H) ,4.46,4.63(ABq,J=18.0Hz,2H) 
5.00(s,1H).5.32.5,35(ABq,J=1 4^2.2^,6.35(^,1^,6 
.44{s,1H),6.72,7.06(ABq,J=9.0Hz,4H) 
7.15-7.50{m,4H) 


B-51 


CHCI3 

3580,3400, 1 785,1720,1 690 


CDCI3 


3.46(S,3H),3.55(S,2H),3.87(S,3H), 4.23,4.26 

(ABq,J=14.0Hz,2H) ,4.48,4.66 (ABq,J=21 .GHz 

2H),5.03(s,1H),5.41,5.44(ABq,J=12.5Hz,2H) 

6.42(br, 1 H) ,6.45(S,1 H),6.73,7.07(ABq, J=8.0Hz,4H),7.2 

5-7.60(m,4H) 


B-52 


CHCI3 

3580,3400,1780,1720,1690 


CDCI 3 


3.46(5,31-0,3.56(5,2^,3.88(8,3^, 4.24,4.27 
(ABq,J=1 4.5Hz,2H) ,4.48,4.67 (ABq, J- 19.0Hz 
2H),5.03(s,1H),5.40,5.42(ABq,J=7.5Hz,2H) 
6.33(br,1H},6.43(s,1H),6.74,7.07(ABq,J=10.0Hz,4H),7. 
15-7.60(m,4H) 


B-53 


CHCI3 

3580 ,3400, 1 785, 1 720, 1 690 


CDCI 3 


3.47(s,3H),3.5B(s,2H),3.90(S,3H) 

4.25(S,2H) ,4.52,4.70(ABq,J=19.0Hz,2H) 

5.04(s,1H),5.67,5.93(ABq,J=15.0Hz,2H),6.40(bMH),6 

.46(s.1H),6.74,7.08(ABq.J=9.0Hz,4H) 

7.45-8.20(m,4H) 


B-54 


CHCI3 

3550,3400, 1 780,1 720,1690 


DMSO 


3.33(S.3H),3.36,3.44(ABq,J=12.0Hz,2H),3.90 
■ (5,3H),4.21,4.28(ABq,J=15.0Hz ] 2H) f 4.57(S,2H) 
; 5.n(s,lH),5.26,5.29(ABq,J=13.0Hz,2H) 
: 6.67,7.04(ABq,J=8.0Hz,4H),7.10-8.00(rn.4H) 
: 9.06(S,1H),9.22(s,1H) 



[00 9 9] [«16] 
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(39) 



1*BH¥ 1 0 - 8 7 4 9 3 





I R (v cm 1 ) 




H l -MMK (o) 


B-55 


CHCI 3 

3580,3400,1780,1750,1720 
1690 


CDCI3 : 


3.43 f 3.46{S,3H),3.54,3.55(s,2H), 3.74, 3.77 
(s,3H),3.85,3.89($,3H),4.15-4.80(m t 4H) 
5.02,5.05(s, 1H),6.07,6.09(s. 1 H),€.47,6.48 
(S.1H),6.72;/.05.,6.74.7.O8{ABq,J=9.D,Hz 
4H),7.30-7.60(m,4H) 


B-56 




CDCI3 ; 


3.41.3.44(S.3H),3.53 ; 3.48(S,2H),3.84,3.89 
(s,3H> I 4.20-4.80(m,6H),5.05,5.08(S.1H) 
5.10-5.30^,2^,5.70-5.95(^,1 H),6.09,6.1t 
(o,1H),6.4t,6.43(s,1H).6.74,7.06.,6.76,7.08 
(ABq,J=8.0Hz,4H),7.35-7.60(m,4H) 


B-57 


CHCI 3 

3580.3400,1700,1720,1690 


CDCI3 


3.41(s,3H),3.52(S,2H),3.85(S,3H),4.13.4.21 
(ABq,J-15.0Hz,2H),4.46,4.67(ABq,J=20.0Hz 
2H] ,5.02(3,1 H),5.2Q(S,2H),6.13(S.1H),6.45 
(S,lH),6.71 ( 7.Q6(ABq,J=6.0H2,4H),7.15-7.50 
(m,10H) 


B-58 




CDCI3 
/CD3OD 


3.40-3.45(mJH)J.5l(br^H)^.87-3.94(m,3H) 

4.10.4.70(m^H),4.45.4.70(m,2H)p.aa-5.21 

Cm,lH).5.95-6.l5(m,2H).6^0-7.70(tn,8H) 


B-59 


CHCI 3 
3580,3400.1780,1700 


CDCI 3 


1.61(d,J=6.5Hz,3H),3.50(s,3H),3.55(s,2H) 
3.87(S.3HJ,4.21 (S.2H). 4.49. 4.61 (ABq J=21 .0 
Hz,2H) ,5.04 (s.1 H) ,5.8S(m, 1 H),6.33(S, 1 H) 
B.74 f 7.09(ABq,J=8.GHz,4H), 7.20 -7.75{m,5H) 


B-60 


CHCb 

3580.3400, 1 780, 1 730, 1 685 


CDCI3 


3.41 ,3. 43(3.31-0,3. 45,3.53(3,2H),3.88,3.90 
(S.3H).4. 1 0-4.40(m,2H),4.45-4.80(m,2H) 
5.00.5.01 (s,2H),6.35-7.80(m,12H) 


B-61 


CHCb 
3430,17801750,1680 


CDCl 3 


2.39(s.3H) l 3.54(s.3H),3.78(S.3H),4.25,4.32 
(ABq,J= 1 4.0Hz,2H),4.56,4.68(ABq,J= 1 8.0Hz 
2H),4.67-4.70(m,4H},5.04(S,2H) I 5.23(5.1H) 
5.35-5. 40(m,2H),5.70-6.00(m,1 HJ.6.1 1 (s,1 H) 
6.89(s,lH),7.20-7.80(m,9H) 


B-62 




CDCb 


2.40{S,3H).3.59(S.3H).3.76(S,3H).4.34.4.48 
(ABq,J=14.0Hz.2H),4.45-4.73(m,4H),4.98.5.02 
(ABq,J=18.0Hz,2H),5.20(s,1H),5.25-5.3(m,2H) 
5.75-6. 00(m, 1 H),6. 1 1 <s, 1 H),6.92(s, 1 H).7.20- 
7.80(m.9H) 


B-63 


CHCI 3 
3430,17801750,1680 


CDCI3 


2.40(S,3H).3.59(S,3H),3.80(S.3H).4.26,4.33 
(ABq,J=13.0Hz,2H), 4.58,4, 69 (AUq,J=£O.Onz 
2H),4.64-4.68(rn,2H),5.06(S,2H),5.26{s, 1 H) 
5.20-5.35(m,2H),5.75-6.00(m,1H),6.07(s,1H) 
6.88(s.1H),7.25.7.72(ABq>9.0Hz.4H).7.30. 
7.80(m,4M) 


B-64 




CDCly 


1 .63-1 .68(m,3H),2.40{s.3H) < 3.63(m,3H).4. 1 5- 
4.40{m,2H),4.55-4.75(m,4H).5.03{s,2H),5.18 

) (s,1H) l G.21-5.34(m,2H).5.75-6.00(m.2H).B.90 

: (s,1H),7.20-7.80(m.8H) 



[0100] t*l 7] 
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(40) 



flrHHP 1 0-87493 





I R ( V €311* 1 ) 




H 1 -NMR ( 0 > 


B-65 


CHCIg 

3400,1780,1750,1710,1665 


CDCly 


1.G8(d,J=6.6Hz£H),3.63($,3H),4.03(s,3H) 
4.26,4.29(ABq,J=1 1 0Hz.2H).4.55,4.68(ABq 
J=18.0H2,2H),4.60-4.70(mi,2H),5.03<s,2H) 
5.24(s,IH} ( 5.25-5.40(m,2H),5.75-5.59(rn t lH) 
5.98(q,J=6.5Hz,1H) r 7.00-8.30(m.8H) ,8.8(s, 1 H) 


B-66 


KBr 

1790.1730,1670,1600 


cDa 3 


1.68(d t J=6.5H2,3H),3.62(s.3H],4.03fs,3H) 
4.29(s.2H),4.57,4.65(ABq,J=30.0Hz,2H) 
5.04(s.2H),5.1 8{s,1 H).5.98(q, J=6.5Hz,1 H) 
7.00-8.20(m,6H) 


B-67 


CHOa 
3350,1780,1710,1660 


cdci 3 


1.60(tJ=7.0Hz,3H),3.64{5,3H),3.84(s,3H) 
4.15-4.40(m,4H},4,64,4.70(ABq,J=20Hz,2H) 
4.75-4.85(m ,4 H) , 5.20(S, 1 H)5.25-5 .45 (rn ,4H) 
5.90-6. 1 0 (m ,2H) , 6.93(s, 1 H).6. 95-8.2U(m, 1 2H) 
9.06(S,1H} 


B-68 




DMSO 


1.55(t,J=7.2Hz,3H).3.64(s,3H) p 3.82(s,3H) 
, 4. 1 5-4.40(m ,4H) .4 .BB(S f 2H>,5.21 (S. 1 H) 
! 5.30(S,2H),6.94{S. 1 H),7.00-8.30(m, 1 2H) 
! 9.10{s,1H) 



[01013 [ms] 



Patent provided by Sughrue Wliort. PLLC - http://www.sughrue.corn 



(4 1) 



ftHPF 1 0-87493 





1 R (v ran" 1 ) 


j H l -NMR U>) 


6-68 


CHCI 3 

3580,3400 .1 780. 1 7 1 5. 1 690 


; 1.97(S.3H).Z34(S,3H).3.4>1(S 1 3HJ.3.57(S,2H) 
rnPL : 4.25(S.2H) ,5.06(S, 1 H), 5.24 (S.2H). 6.03 (S.1H) 
U \ 6.35(5,1H),6.76 ( 7.10|ABq,J=9.0Hz.4H} 

; 7.20-730(m,4H) 


B-7G 


CHQ 3 

3580,3400, 1780. 1 720, 1 690 


: 2.34(5,3H),3.43(s,3H),3.58(s,2H), 4.40-4.60 
CDCU ! (m,4H),5.06(3,lH),5.27(3,2H),6.24(3,lH) 

' j 6.79,7.1 2(ABq,J=9.0Hz,4H),7.20-7.40(nn,5H) 


B-71 


CHCI3 

3580,3400,1780,1720,1680 


■ 2.34(s,3H),3.43(S.3H),3.58{S,2H), 4.24.4.33 
CDC , ! (ADq,J=1 1 .OHz,2H),4.60(s,2H),5.07(s,l H) 
3 2 fi.28(s f 2H) l 5.40(br,lH) l 6.21(s l lH),6.8C,7.14 
; (ABq,J=7.0Hz,4H) t 7.20-7.30(m,4H) 


B-72 


CHCl 3 

3580,3400,1 780,1 720,1 680 


1 235(5,31 l),3.43(s,3H),3.54(S,2H) ( 4.10,4.18 
CDCIg : {ABq,J=7.0Hz,2H),4.46(s,2H),5.01(s,1H} 
/CD 3 ODi 5.15(s,2H),R.79,7.i4{ABq,J=a0H2,4H) 

: 7.20-7.30{m,4H),7 63(S,1H) 


B-73 


CHCI 3 

3580,3400, 1 780, 1 720, 1 680 


! 2.36(s,3H),3.43(s,3H),3.54(s,2H)3.63(s l 3H) 
: &84,3.90(ABq,J=15.0Hz.2H).4.34.4.44(ABq 

22 Ffei%i J=18.0HZ,2H),5.04(S.1H),5.14(S.2H) 

/CDjOD. 6 .79,7.14(ABq,J=8.0Hz,4H) 

I 6.95(d,J=6.1 Hz,2H),7.20-7.30(m,4H) 


B-74 


CHCI 3 

3580,3400,1780,1720,1690 


: 2.35(s,3H),3.43(s 1 3H),3.53(s,2H),4.03.4.20 
CDCI 3 I (ABq,J=14.0Hz.2H).4.47(S,2H).5.0l(S.lH) 
/CD 3 ODi 5.24,5.27(ABq,J-13.0Hz,2H),6.7a,7.12(ABq 

I J=10.0Hz,4H),7.l5-7.30(m,4H),8.10(S,lH) 


B-75 


CHCI3 

3580,3400.1 780.1 720.1 690 


I 2.34(3,3H),2.50($,3H},3.46{S,3H),3.55(s,2H) 
! 4.30,4.39(ABq,J=19.0Hz,2H).5.01 (S,1H),5.23 
CDCI3 ! 5.29{ABq.J=13.0Hz.2H),5.18.5.48(ABq,J= 

! laOHz^HJ.e^SiS.IHJ.e^Otbr.l H),fi.77.7.08 

j (ABq,J=B.0Hz,4H),7.10-7.30(m,4H) 

• 


B-76 


CHCI 3 

3580,3400.1780,1 720,1680 


' 2.34(s,3H) t 2.53(s I 3H),3.44(ss,3H),3.56(s,2H) 
; 4.15,4.33(ABq,J=18.0H2 ) 2H),5.02(s,lH) l 5.29 
CDCI 3 ; (5,2^,5.64(5,2^,5.75(^,1^,6.18(5,^) 

j 6.78.7.l0(ABaJ=9.0Hz.4H).7.15-7.30(m.4H) 


B-77 


kBr 

1790,1720,1690,1630.1615 


! 2.29(s,3H),3.35(s.3H).3.40(3,2H) ) 4.36,4.46 
: (ABq.J=19.0Hz,4H),5.19(s,lH),5.27(s,2H] 
DMSO '' 5.53,5.60(ABq,J=14.0Hz,2H).6.6fi.7.02(A8q 
; J=9.OHz,4H).7.20-9.l0(m.5H).9.12(S.lH) 
I 9.23(s,1H) 


B-78 


CHO, 

3580,3400,1780,1710,1690 


; 2.34(s.3H),3.46(s,3H},3.56(S,2H),4.30 1 4.42 
1 (ABq,J=1 3.0Hz, 2n).4.47,4 .61 (Abq,J=2U.DHZ 
CDCI3 ! 2H),5.01(s,1H),5.27(s,2H),6.33(br,1H),6.53 
; (s,1 H),6.74,7.09(ABq,J=9.0Hz,4H),7.10-7.30 
• (^1,4^,9.05(8,1^ 


B-79 


CHCI3 

35B0,3400,1 780,1 720,1690 


i 2.34(S,3H),2.75(s,3H) l 3,45(s,3H) l 3.54,3.57 
I (ABq,J=1 4.0Hz,2H),4.25,4.33(ABq,J=14.0Hz 
CDCU I 2H).4.44.4.61(ABq.J=18.0Hz.2H)5.0O(s.1H) 

; 5.27(s,2H),8.59(m > 2H),6.74,7.09(ABq,J=9.0Hz,4H) 
: 20-7.30(m,4H) 
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*JfiM 


I R (v cm' 1 ) 


! H l .NMR id) 


B-80 


CHCI3 

3580,3400, 1 780, 1 720. 1 690 


' 234|s,3H).2.84(s3H).3.43(S.3H).3.57(S.2H) 
nnrH i 4.45,5.08(ABq.J=14.0Hz,2H),4.53(S,2H),5.05 
CUUa I {3,lH).5.17(s,2H) l 6.10(br,lH),G.32(s,1H) 

; 6.79,7. 1 1 (ABq,J=9.0Hz,4H) ,7. 1 o-7.30(m ,4H) 


B-81 


OHO:, 
3580,3400,1780,1715 


I l.45(t,J=7.lHz 1 3H),2.35(e,3H) I 3.4©(s,3H),3.51 
! 3.B6{ABn,.l=1fi0Hz J 2H),4.32,4.54(ABqJ=1 3.0Hz 
CDCI 3 i 2H).4.51(q,J=7.lHz,2H).4.48.4.73(ABq.J=18.0Hz.2H). 
; 5.05<s,1H),5.28(s,2H),6.31(s,lH) 
; 6.56,7. G4(ABq^=B.UnZ,4n),r.UU-/ .o:>|m,arl| 


B-82 




: 2.38{5,3H),3.43($,3H).3,49(s,2H).4.12,4.40 
,,r^n j ^Bq,J=13.0Hz.2H),4.52<s,2H),5.03(s,1H) 
CD30D . 5 . 1 5| 6| 2H),5.25(s 1 2H) l 6.71,7.11 |ABq,J=8.0 

; Hz.4H),7.10-7.30(m,4H) 


B-83 


KBr 

1785,1720,1680,1615 


S 2.35(s,3H),2.98{t,J=6.7Hz,2H),3.40(s,3H) 
• 3.53.(S,2H),4.24,4.30(ABq.J=13.0Hz.2H),4.45 
CD30D : (t,J=6.7Hz,2H).4.55(S,2H) ,5.04(3,1 H),5.28(S,2H).6.78 
J ,7.1 3{ABq,J=9.0,Hl.4H) ,7 .20-7.35 (m , 4H) 


B-84 


KBr 

1780,1690.1615 


I 2.40{s,2H),2.35(s,3H) t 3.4G(s f 3H),3.53(s,2H) 
- ~ • 4.05,4.28(ABq,J=14.0Hz,2H),4.43 ( 4.53(ABq 
CDQ 3 ; j =1 7.0Hz,2H),4.98,5.04(ABq,J=18.0Hz l 2H) 
/CD3OD j 5 i oO{s.1H),5.24(s,2H).6.77J.11<ABq,J=9.0 

: Hz,4H),7.15-7.30(m,4H) 


B-85 


CHCI3 
3580,3400,1780,1700 


; 1 ,56(d,J=6.7Hz,3H),t .57{d,J=a7Hz,3H),2.34 
J (s,3H),3.46(S,3H),3.56(S,2H),4.26(s,2H) 
CDCU • 4.40-4.60(m,lH) 1 4.47,4.68<ABq,J=19.0Hz l 2H) 
: 5 . 1 0{s, 1 H),5 28(s,2H) .6. 1 0(br, 1 H),6.37(s, 1 H) 
I 6.74,7. 08(ABq,J=8.0Hz,4H),7J5-7.30(m,4H) 


B-86 


KBr 

1785,1750,1710,1630 


I 2.26(S,3H),3.35(5,3H>,3.42(S t 2H),3.76(s,3H) 
• 4.20^.60(m,4H).5.17(S.2H),5.28(S.2H}.5.49 
DMSO : (s,2H),6.67,7.04(ABq,J-8.0Hz,4H),7.10-8.80 
I (01,8^,9.07(3,1^,9.25(^,1^ 


B-87 




I 2.28(S.3H).3.37(S.3H).3.42(S.2H) 
™c„ : 4.30-4.60(m f 2H).5.17(S,2H),5.27(s,lH) l 5.58 
DMS0 " (S,2H),6.65,7.O4(ABq,J=7.0Hz,4H),7.1O-8.B0 

; (m,8H) t 9.10(£ t lH),9.22(br,lH) 


[*20] 




I R (1/ cm" 1 ) 


j H 1 -NMR (<5) 


D-00 




' 2.26(S.3H).2.28(5.3H).2.32(S.lH} f 3.33(S.3H) 

nMri ; s.sbts^Hj^.ee.ayaiABq.Jsis.OHz.SHj^.gsisjH)^. 

UMo ° : 95,5.1 1(ABq,J=14.0Hz,2H) 
; 7.00-7.40(m,8H).9.03(s,1H) 


B-89 


CHC! 3 
3400,1750,1670 


1 2.35(S.3H),2.62(8,1I1),3.4C(S,3H),3.6G{S.2H) 
' 4.32,4.46(ABq,J=18.0Hz,2H),5.21(S.1H}.5.30{S,2H),6. 
CDCl 3 : 44( Sl lH).6.80(br,lH).7.10-7.30(m,4H) > 7.25.7.38(ABq. 
J J=6.0HZ,4H) 


B-90 




' 2.34(S,3H).3.44(s l 3H).3.56(S,2H).4.31 .4.43 
; (ABq,J=10.0Hz.2H),5.11(S.lH),5.29(s,2H) 
! 6.29{S,1H),6.78,7.12(ABq,J=8.0Hz.4H) 
; 7.10-7.40(m,6H) 


B-91 


CHCfe 

3580,3400,1780,1730.1690 


: 2.35(S f 3H),3.06(s,3HK3.44(S t 3H),3.58(s,2H) 
I 4.45.4.55(ABq,J=18.0Hz.2H).5.11(S f 1H) 
| 4.47,4.53(ABq,J=18.0Hz,2H),6.20(s, 1 H),6.35(s, 1H),7. 
CDC, 3 1 20,7.40(ABq,J=1 .OHz,4H),7.20-7.40(m,4H) 


B92 


CHCb 

3580,3400, 1 780, 1 700.1 61 0 


: 2.33(9^H),3.43{s.3H),3.55(S,2H),3.76(S.3H) 
r^, : 4.38(S,ZH).5.07(S.1 H),5.23(S.2H),6.09(S,1H) 
CDCI 3 j Ci 43( S| iH),G.76.7.10(ABq,J=8.0Hz,4H) 

I 7.15-7.30(m,4H) 


B-93 


CHCI3 
3400,1780,1710,1690 


' 1.94(c t 3H),2.2D(C l 3H)^.35(s,3H),3.46(G,3H) 
rnrH ! 3.63(s.2H),4.30(s.2H) r 5.15(s,1H},5.20,5.24(ABq J J=12 
UUM:i : .□Hz,2M),6.38(S,1H),5.16,5.24 

' (ABq I J=12.0Hz,4H),7.10-7.30(m,8H) 



[0 104] W2 1) 
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tktsm 


1 R ( v cm 1 ) 


! H l -NMR l<5) 


B-95 


CHCI 3 
lAOft 17flfl 1717 1fiS4 


■ 3.61<S,3H),3.84{S,3H+3H),4.28(S,2H) 
I 45e,467(ABq,J=9.5Hz,2H),522(S.lH) 
: 6.65(s, 1 H) ,6.94 (S, 1 H),7. 1 6-7. B3(m, 1 4H) 


B-96 


CHCI 3 
ovnn i7Dn 1 von 1 rod 


CDCI 3 


3S4(a,3H),3.82(s,3H),4.28(0,2H) 
4!63 t 4]72(ABq,J=19.0Hz l 2H)'5.19(s,lH) 
6.92<S, 1 H).7. 1 0(S,lH),7.2Q-7.60(m. 1 0H) 
7.72,7.96{ABq,J=8.0Hz,2H) 


B-97 


CHCI 3 
3420,2220,1780,1720 
1690 


CDCIg 


3.64(s,3H).3.83($,3H),4.27(s,2H} 
4.63,4.74(ABqJ=18.0Hz,2H),5.18($,tH) 
6.92{S.lH).7.06(S,1H).7.26-7.60(m.10H) 
7.78,7 .94(ABq,J=19.0Hz.4H) 


B-98 


CHCI3 

3420,1780,1710,1600 
1530 


CDCI3 


; 3,65{S.3H),3.82(s.3H).4.27(S f 2H) 

I 4.65,4.74(ABq,J=20.0Hz,2H).6.92(S.1 H) 

> 7.15-7.60{m,11H) 

; 8.02,a29(ABq,J=10.0Hz,4H) 


B-99 


CHCI3 
3418,1787.1716,1686 


CDCI3 


I 3.64(s,3H) 1 3.83(s,3H),4.29(s.2H) 
; 4.61 ,4.74{ABq,J=1 9.0HZ.2H).5.19(S,1 H) 
! 6.92(s,lH),6.93(5,1H),719-7.47(m,10H) 
; 7.58(d,J=a0Hz.2H),7.79(d,J=8,60Hz,2H) 


B-100 


CHCI3 
3420,1780,1710.1685 


CDCI 3 


• 3.63(s,3H),3.83($,3H),4,28(5,2H) 

I 4.62.4.71 (ABq,J=19.0Hz,2H),5.18($,1H) 

j 6.92(s,lH).6.96{s.lH) ( 7.15-7.80(m.14H) 


B-101 


CHCI3 
3430 , 1 780, 1 720, 1 680 


CDCI 3 


; 3.63(s,3H),3.83(s,3H),4.28(5,2H) 
I 4.62,4.71 (ABq,J-19.0Hz,2H),5.18(s,lH) 
j 6-92(s.1H},6.96(s,1H),7.25^7.60(ni,10H) 
• 7.56,7.81 (ABq,J=9.0Hz,4H) 


B-102 


CHCI 3 
3430,1780,1720,1690 


CDCI3 


!3.65(S.3H).3.82(S,3H) < 3.94(S.3H).4.28(S^H).4.64.4.7( 
!(ABq,J=20.0Hz,2H) 

;5.19(3,lH},6.93(s,lH),7.05-7.60(m,1lH) 
! 7.83,8.09{ABq,J=10.0Hz,4H) 


B-103 


CHCI3 
3434,1785.1718,1684 


CDCly 


! 2.41(G.3H),3.64(s,3H).3.84(o,3H) 

I 4.30(a,2H)4.61,4.71(ABq,J = 19.5Hz.2H),5.20 

; (S.1H)6.93(S.1H+lH).,7.17-7.67(m,14H) 

1 


B-104 


CHCIj, 

3414,1788,1718,1686 


CDCI3 


; i64(S,3H),i84<s,3H),i85(5,2H)4i6(S,2Hj 
; 4 .62,4.7 1 (ABq,J= 1 9-5Hz,2H) ,5. 1 9(S, 1 H) 
; 6.93(s.lH),6.94(s,1H),7.16-7.59(m.14H) 


3-105 


CHCI3 
3430,1780.1720,1690 


CDCI 3 


I 3.64(S,3H).3.82(S.3H),4.29(S.2H} 

; 4.63,4.72(ABq,J=19.0Hz,2H).t;.2U(S,1 H) 

: 6.93(S,1H).7.08(S,lH),7.25-8.10(m,l4H) 



[0 10 5] [*2 2] 
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1R (v cm" 1 ) 


r 


H 1 -NMR ( <5 ) 


B-106 


CHCI3 
3430,1780,1720,1690 


CDCI 3 j 


3.63(s.3H),3.B2(s,3H),4.28(S,2H) 
4.62,4.71 (ABqJ=1 9.0Hz, 2H). 5. 1 8 (s. 1 H) 
6.93(S. 1 H),6.99(S. 1 H).7.20-7.85(m, 14H) 


B-107 


CHCI3 
3430,1780,1720,1690 


CDCI 3 


3.63(s,3H}.3.92(s.3H),4.28(3,2H) 

4.61 ,4.72(ABq,J=32.0H2,2H),5.1 8(S,1 H) 

6.93(s. 1 H) .6.96(s, 1 H),7.20-8.00(m, 14H) 


B-108 


CHCb 
3430,1780,1720,1690 


CDCI3 j 


^49(S.3H).3.67(S.3H).3.83(5.3H).4.30(5.2H),4.66.4. 

(ABq,J=20.0Hz,2H) 

5. 19(3,1 H), 6.56(3. 1 H),6.93(s. 1 H) 

7.05-7.65(m,14H) 


D-109 


KBr 

1780.1725,1670.1615 


CDCI3 


3.62(S.3H),3.81(S,3H),3.99(S.3H),4.92(S,2H) 
6.92(3,1 H) 1 6.95-8.30(m,14H),8.84{s.lH) 


B-110 


CHCI3 
3430,1780,1710,1530 


CDCI3 


3.73(S,3H),3.84(s,3H),4.30(s.2H) 
4.66,4.81 (ABq, J= 1 8.0Hz.ZH),5.1 8(s, 1 H) 
0.76(5,1 H),6.92(S,1H).7.20-8.15(m,14H) 


B-111 


CHCI3 
3430,1780,1720 


CDCI 3 


3.74(s,3H|,3.847(s,3H),3.90(s,3H) l 4.31(s ) 2H),4.66, 

8<ABq t J=19.0Hz,2H) 

5. 1 7(s, 1 H}.6.78(s, 1 H),6.93(S, 1 H) 

7.25-7.95(m,14H} 


B-112 


CHCI3 
3430,1785,1715,1680 


CDCI3 


3.64(s,3H),3.82(s,3H) l 4.30(6,2H) 

4.63,4.70(ABq,J=17.0Hz,2H),5.17(s,1H) 

692(s,lH).7.lO-8.25(m,15H) 


B-113 


CH0 3 
3400,1785,1710 


CDd 3 


, 3.69(S,3H).3.83(S.3H) 1 4.30(S,2H) 

; 4.64,4.74(ABq. J=1 8.0Hz,2H).5.1 8(s. 1 H) 

j 6.92(3,1 H}.7.15-7.85(m,15H) 


B-114 


CHCI 3 
3400.1785,1710 


CDCI3 


: 3.7l(s,3H),3.84(s,3H),4.30(s;2H) 

; 4.65.4.75(ABq,J=l8.0Hz,2H).5.18(S.1H) 

; 6.92(s,lH).7.20-8.85(m,15H) 


B-115 


CHCI3 
3400,1785,1710 


CDCI3 


i 3.74(3,3H),3.84(3,3H).4.30(3,2H) 

• 4.66,4.77(ABq,J^20.0H2,2H},5.19{s ; lH) 

! 6.64(S.1 H) .6.92(3. 1 H) .7 .20-7.95(m. 1 4H) 
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I R (> cm' 1 ) 




H 1 -NMK <0> 


B-1 16 


CHCb 
3390,1780,1710 


CDQ3 


3.44£.45(s,3H),3.82,3.83(5,3H) l 4.23,4.24 

(s,2H),4.43-4.70(m,2H),5.04(3,1H),5.14 

(S,lH).6.90(sjH)7.10-7.60(m,17H) 


D-117 




CD0 3 


3.37,3.39(s,3H),3.44,3.57(s,3H),3.83,3.84 

(m,2H),4.60,4.62(S.1H),5.03.5.U7(S,1H) 
6.92(S,lH),7.l0-7.60(m,15H) 


B-118 


KBl 

1790.1720.1610 


DMSO 


3.20.3.2 1 (S.3H) ,3.29.3.30(S.3H) ,3. 91 .3.92 
(s.3H).4.10-4.60<ni,3H)A82(s,2H),5.10,5.13 
|s,lH),5.34(s,2H),7.vS0-8.10(rn T 5H) I 7.54,7.93 
|ABq,J=8.0Hz,4H),9.03,9.06(s,1H) 


B-119 


3400,1780,1720 


CDCI3 


3.55 ,3.57(s,3H) ,3.83,3. 85 (s,3H) ,4. 1 8-4.38 
(10,2^,4.50-4.72011,2^,5.06,5.08(5,1^ 
5.41 ,5.43(s,1 H),6.91 (s.l H),7.15-7_6G(m,16H) 


B-1 20 


CHCI 3 
3400,1780,1715 


CDCI3 


3.5B(s,3H),3.83,3.85(s,3H),4.20-4.40(m,2H) 
4.50-4.80(m,2H),5.06,5.09(s,lH),5.46,5.48 
(S, 1 H) ,6.92(s, 1 H) .7. 1 5-7 65(m . 1 6H) 


B-121 


KBr 

1785,1730,1615 


DMSO 


2.27(s,3H),3.14,3.30(s,3H),3.91 ,3.92(s,3H) 
4.15-4.30(m,2H),4.30-4.60(m,2H),4.84,4.86 
|S.1H).5.04-5.08(m.2H).6.60-7.30(m,8H) 
9.26,9.33(3.1 H) .9.38.9.42(3, 1H) 


B-1 22 




CDCI3 


3.53,3.55(s,3H),3.83,3.85<s,3H),4. 18-4.35 
(rn,2H),4.50-4.75(rii,2H),5.06(s,lH),5.18 
I (s, 1 H) ,6.9t (s,1 H),7. 1 0-7.60(m, 16H) 


B-1 23 


| CHCI 3 

3380,1790,1710,1670 


CDCI3 


! 3.64(s,3H),3.83(s.3H),4.28.4.31 (ABq,J=14.0 
; H2,2H),4.65,4.71(ABq.J=19.0H2,2H).5.15 

: (s.iHj.e.gsts.iHjj.is-a^o^.ieH) 


B-124 


KBr 

1790,1720,1680 


DMSO 


: 3.20(s,3H),3.50(s,3H),3.92(s^H),4.2Z4.39 
; (ABd,J=14.0Hz.2H),5.30(S.lH),5.36(S.2H) 
1 7.50-8.10(m.10H) 



[0107] [«R24] 
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(46) 



ftHWl 0-87493 





I K I v cm' 1 ) 


j H 1 -NMR (fi) 


0-125 


CHCIa 
3350.1785.1720.1670 


cnci a j 


1.54(I.J-B.BHz,3H).3.62(3.3H).3.82(s.3H) 
4.23(q.J=6.8H2.2H).4.29(s,2H] 
4.62.4.68<ABq,J= 19.0H2.2H).6.91 (s. 1 H) 
6.95-825{m, 1 4 H) ,9.07(6,1 H) 


B-126 


CHCb 
3350,1785,1720,1670 


CDCI 5 j 
■ 


t.OBO.J=7.4H2.3HJ.1.89-2.00(m,2H) t 3.6{s,3H) 
3.81 {S,3H),4.05-4.20(m,lH),4 29(s,2H) 
4.61 ,4.66(ABq, J=2O.0nZ,<:nJ,3. 1 »(5, 1 nj 
6.92{s,1 H),6.95-8.30(m. 1 4H},9.00<9, 1 H) 


B-127 


CHCb 
3340.1780.1720,1670 




1.43-1 .47(iu6H).3.62(s.3H).3.82(s.3H) 
4.25,4.33 (ABq,J=33.0Hz,2H) 4.62,4.67 
(ABq.J- 1 8.0Hz.2H),4.70-4.90(m. 1 H).5. 18 
(3, 1 H) .6.9 1 (3. 1 H) ,7.00-8.30(m, 14H) ,9. 1 5(s. 1 H) 


B-128 


CHCb 
3350,1785,1720,1670 


coci 3 j 


1 .07(t.J=7.0Hz.6H).2.l0-2.3D(m. 1 H),3.62 
(3,3H),3.81 {^3H),3.BS3.0S{m,?M)A-2B 
(s.2H).4.62(s.2H).5.1 9(s,1 H).6.93(S.1 H) 
6.95-8.30(m, 1 4H),8.92{s, 1 H) 


B-129 


CHCt, 
3420,1785,1710,1690 


COCb : 


3.65(3,3H),3.B3(a,3H),4.28.4.31(ABq l J-13.0 

Hz.2H),4.64,4.69{ABq,J=190Hz.2H) 

5.15(5,1^.6.91(5.110,7.15-8.10(1X1,158) 


B-130 


CHCI 3 
3420,1780.1720,1080 


CDCI 3 


2 35(s.3H},3.62(s,3H).3.83(s.3H).4.28 

<S.2H),4.63.4.69(ABq,J=20.QHz,2H) 

5.17(s,1H).6.92(s,1H).7.10-8.00(m,15H) 


B-131 


3370.1765,1720.1675 


COCb 


3.53(s,3H),3.82(s.3H).4.20,4.30(ABq.J=12Hz 
2H),4.4B.4.54(ABq.J-20.0Hz.2H),5.08(3. 1 H) 
6.85-8.30(m. 1 5H).8.62(S.1H) 


B-132 


CMCI3 
3430,1780.1720,1670 


COCU, 


3.64(s,3H).3.B2(s.3H).3.89(i5.3H).3.96<s.3H) 
4.27,4.30(ABq,J= 1 4.0Hz,2H),4.62 1 4.67(ABq 
J-24.0Hz.2H). 5-1 5(s.1 H).6.91 (*.1 H) 
7 05-7.80(m T 14H) 


6-133 


CMC1 3 
33BO. 1780, 171 5,1 670 


CDClg 


: 3.62(3,3H).3.80(s,3H),3.81 (s.3H> ( 3.95(s,3H) 

• 4.30(s.2H),4. 63,4.69<ABq.J=2O.0Hz.2H).5. 1 7(S. 1 H).6.9Z(6. 1 

| H),8.95-7.80(m,14H) 


6-134 


CH0 3 
3380.1785,1720.1670 


COCb 


I 3.53(S.3H).3.63(s.3H).3.82(s,3H).4.29(s,2H) 
! 4.64(ABq.J=21.0Hz,2H),5.18(s,lH),5.36{s.2H) 
: 6.91(s,1H).7.l0-8.30(m,14H),8.83(s.1H} 


B-135 


KBr 

1765,1720.1680.1600 


CD a OO 


I 3.54(s,3H),3.94(s 1 3H),3.99(s,3HV4. 19.4.33 
! (ABq,J= 1 15Hz.2H).4.68(s,2H) .5. 19(s, 1 H) 
j 5.33(3,2^,7.00-8.20(00.8^,9.05^,1 H), 


8-136 


KBr 

1785.1720,1680.1600 




; 3.53(s.3H).3.93(s.3H).4.00<s,3H),4.1 9,4.36 
J (ABq.J=14.0Hz l 2H),4.69(s,2H),5. 1 9(a. t H) 
; 5.31 ,5.37(ABq.J=1 1 .OHz,2H).7.00-8. ia(m,4H) 
; 7.58,8.01 (ABq,J=9.0Hz4H] 


B-137 


KBr 

1790,1720.1680,1600 


OMSO 


! 1.39aJ=C.9Hz,3H).3.4U(9 ( 3H),3.91 (s,3H).4.20 
; (q,J»7.0Hz.2H).4. 19.4.28<ABq.J= 1 9.0HZ.2H) 
1 4.64(s,2H),5.27(3,1H).5.38(s,2H),7 00-8.10 
I (m.4H) .7 57.7 95(ABq.J=8.0H*.4 H) .8.99[s. 1 H) 



[0 1 OS] [*2 51 
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IP (u cm' 1 \ 

1 IV. \ V till J 


. 


H l -NMR ( fi ) 


B-138 


KBr 

1790,1720,1680,1600 


DMSO 


O.98(UJ=7.4H2.3H},1.70-1.90{m.2H).3.4(S.3H) 
3. 91 (S,3H) ,4 .05-4 . 1 5(rn ,2H) , 4.22,4.32<ABq,*N 
14.0H2,2H) f 4.63(s,2H),5.27(s,1H),5.37(s,2H) 
7.00-8. 10(m,4H),7.57,7.95(ABq,J=9.0Hz,4H) 
£.92(8.1 H) 


B-139 


KBr 

1 785, 1 720, 1 680, 1 600 


DMSO 


1 .33(d,J=5.9Hz,6H),3.43(s,3H),3.91 (s,3H) 
4.15 l 4.34(ABq > J=7.0H2 > 2H),4.64(s > 2H),4.80- 
5.00(m,1H).5.28(s F 1H) f 5.3S{s.2H).7.00'aiO 
(m,4H),7.55.7.95(ABq,J=9.0Hz,4H),9.0(S,1H) 


B-14C 


KBr 

i7or 1 ■) con 1 <wt 

l 7o3. 1 / <sU, l DOU, l DUU 


DMSO 


0-93-1.00(m l 6H) > .2.00-2.15{rn,lH} ) 3.44{s,3H) 
3.91 (s,3H),3.92(d, J=7.8,2H).4. 1 3,4.30(ABq 
J=10.0HZ.2H),4.62(9.2H),5.27(S.1H).5.3(S.2H) 
7.05-8. 1 0(m,4H),7.56,7.95(ABq, J=8.0Hz,4H) 
8.85(3,1 H) 


B-141 


KDr 

1790.1720,1680,1600 


DMSO 


3.48(s,3H),3.92(R,3H),4.22 t 4.32(ABq,J=13.0Hz 
2H),4.55-4.65(m,2H),5.18(S,lH}.5.35(S l 2H) 
7.40-8. 10(m,8H) f 9.56(5, 1H) 


B-142 


KBr 

1790,1720,1650,1610 


DMSO 


3.11(S,3H},3.45(S,3H),3.91(S.3H),4.20,4.35 
(ABq,J=14.0Hz,2H) r 4.62(S.2H).5.26(S,1H) 
5.38(s,2H),6.90-8.10(m,4H),7.60,7-95(ABq 
• J=9.0Hz, 4H) ,9.38(3,1 H) 


B-143 


KBr 

1790.1720.1690.1600 


DMSO 


3.33(S,3H),3.92(S,3H),4. 1 9.4.31 (ABq,J=1 3.0 
I Hz l 2H),4.46,4.58(ADaJ=18.0Hz,2H),5.16{S 
j lH),5.35(s.2H),6.90-8.10(m,9H).7.56,7.94 
• (ABa J -8 0Hz 4l-fl 9 13fs 1 H] 


B-144 


KBr 

1790,1720,1690,1620 


DMSO 


• 3.47(S,3H),3.80<S,3h),3.85(S.3H),3.92(S,3H) 
; 4.20 r 4.35(ABq I J=14.0Hz,2H),5.22(S,lH),5.36 
I (s,2H) l 7.10-7.30(m,3H) l 7.58,7.95(ABq l J=90 
i Hz,4H),9.14(s,1H) 


h-145 


KBr 

1790,1720,1680,1615 


DMSO 


I 3.44(s > 3H).3.7fi(5i J 3H) I 3.89(s;.3H) 1 3.92(S,3H^ 
: 4.19,4.38{ABq,J=13.0HZ,2H),5.24(s,1H),5.37 
I (s,2H),7.13-7.33(m I 3H),7.58,7.95(ABq,J=8.0 



[0 10 9] [152 6] 
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IR ( v an 1 ) 




H 1 -NMR (6) 


B-146 


CHCI3 

3430,1780,1750,1720 
1670 


CDCI3 j 


1 eq/o 0 lj \ a nn/o a oi_i\ a C7 a m 
3.bB^S,3M),4.UU(S, Jn),4.^y(S,/irl^ ) 4.b/ -4. /U 

(m,4H) ,5.02(s,2H),5. 1 7(s, 1 H),5. 1 8-5.40 

(m,2H),5.30{s,2H),5.75-6.00(m,1H),6.95- 

8.30(m,8H),a79(s,1H) 


B-147 


CHCI3 

1785,1760,1720 
1680 


CDCI3 


1.42(t,J=7.0.3H)2.35(S,3H),3.58(s,3H)A 
19(s,3H),4.56(s J 2H)4.54-4.71(m,4H),5.02 
(s,2H),5.17(s,1H),5.20-5.46(m,4H),5.75- 
a00{m,1 H),7.05-7.80(m,8H) ,9. 1 2(s, 1 H)) 


B-146 




CDCb ; 


1 .41 (t,J=7.0Hz,3H),2.36(s,3H),3.59(s,3H) 
3.88(s,3H),4.19(q ) J=7.0Hz,2H).4.57(s,2H) 
4.55-4.70(m,4H),5.02(s;2H),5-17{s,1H) 
5.20-5.45(m,4H),5.75-6.00(m.1H),7.05-7.80 

Irn 7Ui\ O 1 1 Hk 
^m,/P1),y. 1 C.\5, 1 n| 


B-149 




CDCI 3 


2.36(s,3H),2.48{s,3H) ? 3.68(S,3H},4.29(s,2H) 
4.60-4.80(m,4H),5.02(S,2H),5.17(s,1H)5.20- 
5.4O(m,4H),5.80-6.00(m,1 H),7. 1 0-7.80(m,9H) 


B-150 


KBr 

1785,1730,1670,1640 
1600 


CDCI3 


2.35(s,3H),3.45(s.3H),3.59(s,3H),4.28(s,2H) 
4.45-4,75(m,4Hj,4.99,5.04(ABq,J=17.0Hz.2H) 
5.18(5,1^,5.20-5.40^,4^,5.85-6.00^,18} 
7.05-8.30(m,6H),8.75(s,1H) 


B-151 


CHCh 

3430,1780,1760.1720 
1680 


CDCI3 


2.36(S,3H),2.40(s,3H),3.59(s,3H),4,28(s l 2H) 
4.55-4.70(m,4H),4.99-5.04(rn,4H),5.1 8(S, 1 H) 
5.25-5.4O(m,4H),5.75-6.00(rn t 1H),6.87(s,lH) 
7.10-7.80(m,8H) 


B-152 


KBr 

1790,1730,1670,1640 
1600 


DMSO 


2.31(S,3H),3.35(br.1H).3.43(s.3H).3.91(S.3H) 
4.14,4.48(ABq,J=12.0Hz,2H),4.60(S,2H) 
5.18(S,lH),5.29(d,J=8.2Hz,2H),7 00-7.80 
(m,8H),8.90(S,1H) 


B-153 


KBr 

1705,1730,1670,1640 
1600 


DMSO 


1 .39(t,J=7.0Hz,3H),2.31 (s,3H),3.43(s,3H) 
4.20(q,J=7.0Hz,2H),4.15,4.46(ABq,J=1 4.0Hz 
2H),4.60(S,2H) 1 5.22(s 1 1H),5.29(d,J=7.6Hz,2H) 
7.00-7.90(m,8H),8.98(s,1H) 


B-154 


KBr 

1785,1730,1680,1640 


DMSO 


: 1 .25(U=7.2Hz.3H),2.31 (s,3H),3.44(S,3H) 
; 3.83(S,3H),4.05(q,J=7.2Hz,2H),4.17,4.43 
; (ABq,J=14.0Hz,2H),4 59(S,2H),5.27(s,1 H) 
: 5.29(d,J=6.8Hz,2H),7.1D-7.35(m,7H)9.41(s,1H) 


B-155 




DMSO 


J 2.31(S,3H),2.40{s,3H),3.49(s,3H),4.15,4.48 
: (ABq,J=14,0Hz,2H),4.58(s,2H),5.06(br,1H) 
: 5.12(s,1H),5.30{d,J=6.9Hz,2H),7.10-7.60 
; (m,8H),9.36(s,lH) 


B-156 




DMSO 


i 2.48(S,3H),3.40(s,3H),3.45(s,3H),3.50(br,1H) 

4.16,4.44(ABq,J=14.0Hz,2H),4.61(£,2H) 
; 5.27(8,1 H),5.28-5.33(m,6H),7.05-7.75(m,8H) 
I 8.99(9, 1H) 



[0 1101 

( IM yt'l-olcfcltS*-?-- fc?H»iStt 

( i ) mmt&^mm 

o - 2 m t %h x o icff w l . mzumm z o m s o <ct 

ftW-T h w t icJ: 0 . #««8M>D M S CMSrflill? L 



( 2 ) 

$?ffiyf£ ( 0 . lMTris-HCI, 1 . SMNaC I 

p 1-1 8 . o ) 4>k . ±mi<o d m s o izmm Ifcffl&it 

&fob16mt><VJi& (Journal o f B i o 1 o 
gical C h e in i s t r y . W>2 6 5^. 812 2 
3 4 8H~2 2 3 5 71) (C^t"C«L^t h*"?- 
-fcf&Jlll*. 3 7*CT'3 04HSMUILfc«L SKi: LT S u 
c - A I a - A 1 a— Pro — Phe — pNASrO. 5 
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(49) 



1 0 - 8 7 4 9 3 



mmz%&£otzmaL. 3 7X:Xim%J£$:-¥T%'> W»IS**J*rR>*2 7 ICS*, 

fc, -JgRJEft. «48ttO«£K (** : 4 0 5 n m ) [0 1 1 1 J 

£ iJ,=E I . .* "7- -tffHNStt £50 (I [IS 2 7 3 

C 50 ) fcLTJUBLfc. 





1 C s 


» (n m) 




I c b 


o ( /i M ) 


A — 2 4 


0 . 


0 7 4 


B-U2 


0 . 


0 5 0 


A — 2 6 


0 . 


0 2 8 


B - 1 4 3 


0 . 


0 5 7 


A- 2 7 


0 . 


0 8 0 


B - 1 4 0 


0 . 


0 2 6 


A- 4 0 


0 . 


0 6 4 


B - 1 4 4 


0 . 


0 6 5 


B - t 


0 


. 2 5 


B — 1 4 6 


0 . 


0 2 4 


B - 3 8 


0 . 


0 5 0 


B — 1 4 9 


0. 


0 5 2 


B — 3 9 


0 . 


0 7 0 


B - 1 5 1 


0 . 


0 6 4 


B-4 0 


0 . 


0 4 0 


B - 1 5 2 


0 . 


0 0 6 


B - 4 5 


o. 


0 4 8 


B - 1 5 3 


0. 


0 2 2 


B - 4 6 


0 . 


0 6 8 






B - 6 6 


0 . 


0 2 5 






B - 7 8 


0 . 


0 6 4 






B — 7 9 


0 . 


0 7 7 






B - 8 1 


0 . 


0 7 0 






B - 8 2 


L 0 ■ 


0 7 1 






B - 8 3 


0 . 


0 5 6 






B - 1 3 5 


0 . 


0 1 8 






B - 1 3 6 


0 . 


0 1 9 






B - 1 3 8 


0 . 


0 2 4 






B - 1 3 9 


0 . 


0 3 7 







[0112] ETFfc*W5!* V— «ft*ffl^WIMSr* 
■*\ 

gfflW 1 : ia 

HtfeMB- 3 1 0 0 g , teft-fe^n-^ 2 0 

g , ftlta-FT 'J yiSv A 2 g U 

BMW 2 lIM 



[ 0 1 1 3 ] 

('Wfr£\ 'WE*. «JlLtt't^*, JftflLffiff* ff» 



(51)Int.Cl.« 

A6 1.K 31/535 



31/545 
C0 7D 507/08 
507/% 
507/04 
501/22 
501/36 



ABU 
A B X 
AC D 
ACV 
ADA 
AED 



1 0 2 
1 0 9 



F I 

A6 1K 31/535 



31/545 
C 0 7 D 501/22 
501/% 



498/04 



ABU 
ABX 
AC D 
ACV 
ADA 
AED 



1 0 2 
1 0 9 
1 1 2 A 
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